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r 1 & «t # r 2 itTkmrn* $. t=. & m b x v > x % £ v^c^r ;^ ^-jv^-t^ 
r 1 t. r 2 t it mm? £ mshc ^ £ £ * icits * ^ b t v ^ t % j: v ^g£%*at % 
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T 1 fei:^T 2 »|Hl-^fc{iM^oT = C (R 9 ) - (R 9 te*iSiJK^ fcKndfS/* 
fettC 1 _ 6 T^/^r^/S:^'f) > = N -i;£te = C = £*tb ; 

□ T;i/=3r;bS, gmS£;£bT^T4jcl^ 3 te^L 9 JUtfnttiMltS, tMSJK^ 
4fctt;Nn^>ll?S^f. fc£b, 6-^nQ-3-(R,s)-(N,N-^^^75;) 
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^ n d-3- [(n,n-^^ f ^7 ^ ; ) ^ f ;H -l ,2,3,4-f h 7 1 Fa^p; u >-W 
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R 1 i3j:^J ^ R 2 ^i7K^^*^^SmS$:^l/TV^T=fo<^:V^C 1 _ 6 T;^^;^5:^i-*\ 
R 1 £ R 2 i: liBl^f S MSiJK^ £ t: fcSSIS 5: * b T v> T * J; v>££»R3HRat £ 
JIM&b ; 

Y J: TJP Q fcfcB— * o Ttg^* £ tt^OK^R 1 & ^ b 6 (D X "C- 

■tf--&^b ; 

T 1 ^3«fct) ? T 2 li^-*fc^^oT=C (R 9 ) - (R 9 ^7K^M^, tKn#J/t 
fcl±C 1 _ 6 7/l' d f/l>fca*'S") - =N-£fcte=C = £^b ; 
• ■ ♦ te#j%-££fctenm3g-&fe^b ; 

Arl«8i3S£^bTV*T%J:V^#fi}&3k bT ^T=fo «k VNC 3 _ g i/ * 

DTj^Ai, g^S£;£bTVNT ; fc<}^3fc^b9Mt£fD^i^^ ^JK^ 
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f- =r /t-, Pv fi* 

O Mi 6] y? h ^ ^ f >f ^IMtfe^if S i 4 iBii©!^. 
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W FX #^-y (somatostatin) ffi-R-fc }]/ >OTUH J F- (somatotropin rel 
ease inhibiting factor ; SRIF) ilbt, 1973^{C Hffi £ tlfc. 

13 U, ^tl^tlSSTRl, SSTR2. SSTR3. SSTR4i3<fc tKSSTR52l^^r$tlT V»^> (M. 
Endocrinology, 136^, 3695-3697K, 1995^. Trends in Pharmacological Sci 
ences, 87-94K^ 18#, 1997^, Life Science, 57#. 1249-1265K^ 1995^) 
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mizm<*M : £>fc\$. «fi*A/=E>(GH), ?M»=e>(TSH), -7° 
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n^v^-y. -f>xu>, Vfr-totiy z.<Dfc#> whx*^^ 

»i:bfcESIS<3DBB^*^ : fiiWtc:5i«)e>tlTV%S(#!, Endocrinology, 136^, 3 
695-3697K. 1995^, Trends in Pharmacological Sciences, 87-94M> 18^, 1 
997^) 0 
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■etl^tlO, 1, 2, 3. 4. 5, VlZ^&me- 1 2Ifffttfeli2Sft3| 

^^if&^-T) R 8 ttHfc£f&joVr] *lSflS-&tt (W09 8/44 
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H&££, k&0£fcH:l£, Q«-(CH 2 ) X - V-(CH 2 ) y - ( x <fc y te. 
-etl^tlO. 1. 2, 3. 4, 5, Vit l~4i©MS?SJ:t;0~2i©i 

^^fel«^^^^tfC 3 _ 10 ^^ 3P3H&ftl£ fcfc£^]6£#^&i: fete 2 Sift 
&if£> R 8 teH&££^-r:) •VmtStl&it&m (W0 9 8/4 
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R 8 »B§JK»^*^T^^c ] T*mZ*l2>it&®l<D&J£tPffifc£ IT©, 3-(N, 
N-^^^T ^ >>*?-;i/)-l,2,3,4-x- h^tl Fd^;U :/#SE*£;riTV^ 0 
3) WO 9 7/1 2 8 6 0JCil 7 SsJV- HX>if-f A A : =2 Is^U - )IT 

[ftl5] 




C^cK R r R 2 £J;r>*R 5 <D^-f;rifr l ott, fciKndp^ IfcttS, T^n^r 
i/*M-;vifcli-NR 9 R 10 (Rgfeckt^Rjo^^ti^TK^M^-^^li©^ 

2 &J:tf RgCDV^n^te, -NHCOR y (R ? li, T^^r^^^i-) T^£*l 

> i/^nr^wm^Jir u-;vy;i/3f;i>> ziiR 6 -essi$nfe^^ 
Md\ -e cd^m^-^m^ t- ^ > if >m<Dmmm*& & r^t&gtmm?- 1. mm 
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[0 0 0 6] 

mm-tfm®: l £ e> ^ -r s mm] 
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T 1 J3<fc^T 2 l±|Bl-^feliM^oT=C (R 9 ) - (R 9 «^M^> HKn^Pi/t 

Ar&ttifeg&Jg LI ^X=fe><fc t^^JfeSs, S^SSc^i IX v^X ^^^C 3 _ g i/^ 

nr;i/^;b*. Sgy£&^LTwr% J: v% 3 3^ L 9 J4ffift%jR3lt& zKSRIC^ 
^fcii/Nn^^M-T-^^-To 6-^na-3-(R,s)-(N,N-^^^;i/T^y) 
^^;i/-i-[3-(>f > K-;i/-3-> r;i/)-2-[(R)-(4-^3i^.;i/t: 0 ^^^>-i-^;i/)^;p 

;i/ T 5 7 1 "f q /I / 4 )\A -1,2,3 ,4-r h5t KD* 7 U > ; B-^DP -3- (R . S 

« 

© )-(N,N-i/^^-;i/7 ^ 7 )^^;i/-i-L3-(-f > K-/U-3— f ;i/)-2-L(R)-4-(2-^-drV 
-2,3-^ h: KD-lH-^>X>f ^ #~ V^-^-W ;i0 fcT^ U J % JVtf—frT < J] ~f 

unjAM- 1,2,3,4-^ h^t: fd^p; u>fe «fc^i-^>y>r;i/-N-[(R)-2-[6- 
^□n-3-[(N,N-$/'^^-;i/7^ y -1,2,3,4-^ h^t: Fn^p; y >-w 

M -l- [3- (>f > K-;b-3— f ;v) ;t; >r -4- 1:^ u > # ;i/#3f ^ 
<] vmztiZik&ty&fc&Z&M. CJ^T, ft-dr^ (I) £B§f3-r 3 

[0 0 0 8] 

l ) iti$m ( I ) ; 
• • • ffjjjjg-gr ; 

3) X^7^^M^*fc«^M^-T*fe*;, x'jtaMUK^Tf&Slirffii) ffitt 

4) R 1 ^3«fctl ? R 2 *^4x j rtiC 1 _ 6 T;i/^;i/XfeStfffBl) C*©^*; 

5) Y^J:t>*QX^^tl<g>aE^©iE^l ^VAb 6©X^--^-^ -0-, -S 
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-CO-. -SO-. ~S0 2 -, -NR 8 - (R 8 li7K^M^ /WfZsitZtlX^T 
&£faIB l ) gB«<ZHb-£4& ; 

6) YtfU^^&f~l$C 1 _ 2 y)V3rUy-£$>Z>mmi ) 83*©^*; 

7) Q^-co-Tfe^ftfgBi ) fB«©-fb-£r$? ; 

p > tJ -M — p t- t — 75- p !•' . T^7>" = N — ~T* WfrW? J N fp.Ef : 

1 1) Ar#. ;\D¥>I^ An4f>ftS*iT^TfcJ:V^ 1 _ 6 7;i/:*;i/;i3 £tfA 

1 2) iaffil) mm<Dit^m(Dzfu^^yV; 
1 3) ( I ) IT^S^iffl^ ; 

1 4) V7 h^^^>s^M-^is«Mi?fe-5BufBi 3) mmom^; 

15) y-ThX^^>-9-^^>r^2^^^|JaW^T^StafBl 4) §B«©0 

1 6) b*Z^y$:^{kftW)MT*$>Z>ffimi 4) mm<Dffl.&%a; 

1 7) V7 h^^^>i?-y^-r ^2^^gft^T'fe^lafBl 6) |B«Offi^ 

[0 0 0 9] 

^M•7•^fe^±*m*$:*bTV^T=fe;<l:V^r^ J Xfc J: tfX* < £ =fo 
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mi tbTH /Nu^f^fc^nT^T^v^gT;!/^;!/, An>f> 

it $ tlT V*T * & V>C 1 _ 6 T A^r ;b - # ;i/3^n;i/, C 1 _ 6 T ;i/ 3 dp */ - # )Vtf—)V, 

) \ n y > -f fc $ *i T v \ t % <fc v * c j _ 6 y ;v )V jv jJ> — ;i/ & £ # # if e> „ 

J? 2 y ft* m 3* f -» S ^ M "? <- ' - 7i£ -W T £ r ffi * ^ L- T V > T s . Jr !, ^flifl 

Q CfeW* rg^j £ LTM^L ^e>*i3,, 

, ^A^>^f>'fb$^^Tv^T : fo«^;v^c 1 _ 6 T;^^;l/^;^^-;^J £ 

[0 0 10] 

icfctfs rc^gT^^r^j iiLTii. *^;k x^-;k :/ntr/i/ 

, >fvyntr;i/, y^;K AV^)V. sec-^/i/, tert-^;i/> 

^ r«g|g£;£LT^T=fe>J:^c 1 _ 6 y;i/3f;i/j iCfettS rff&Sj tbtit 

V**ism> **-uy -hu, i/7A a 

Utf >'f^:$4^TV^T : fo<fcV^C3_ 6 i/^ D7jl/^K A d ^fWfcS *lT V>T % J: 

, yiw^A yyntr^y^A v-f^i^y^j. x*- 

;v*?-;vy $ JteE). ijjv^i/, ft^^^^f 

;k /^^>^7 :t >'fb$4^Tv^ , r tJ«fcv^c 1 _ 6 T;^= 3 p;^-^;l/^-;^, c^y/m^s/- 
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A^e-f s\u>f >'f[:S^^Tv^T : fe<i;v^c 1 _ 6 T;l/= 3 ^;l'^;^*— ;k 

~ ^rfi: , ; • , ^ =■ V -f V 3= ;-. - y: )\, rff ^ 44- ? K K \ C- _ .- T J!' ^ 

[0011] 

LTii, s/^n^ntr^ s^o'O^k S/^n^Sz/k 4, 

4-^? UUi/V W\*ri/)\y. 2,2,3,3-f b77^n i/^D^>f ;K 4- # 

m'fc^)S:*bTVAT ; fo<}:VNC 1 _ 6 T;i/Zf^r2/(M, ^h*^, xh^^X 
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*b*Z/. py)V7tu*b*ci/. b U y)i*u* b*ris. xf^^ 2,2,2 
-h'J7JWnxh3p^ ynstf**/, -f yyntfdfS/, -fb^is, 4,4,4- h 
^Mn^'h^^ V7 h^i/, sec— 7 b*ris. ^ >5-;i/^f ^ i^, ^\=rS> 

=3p & if e> n z> o 

[0 0 12] 

bubH t/\U>f >'f^:StlTV^T ; t)a;V^C 1 _ 6 T;l/^;^^^■J £LT«:, #I/U£, 1 
^"Otf;!/^^ >fy^nw*, y^;^;*, sec-y^;i/^;4\ tert-y^- 

;u * & ^ tfi m if e> n £ c 

ittf, i&v^5M> u<m&^L3M©Aa^>ir?-(0lU 7yM> 

, ^d/nv-t;k y#y-f;K s<y#S4)v, ^-fry >r/i/fc tf£> 

[0 0 13] 

-;k rc^;i/^;i/^— ya t?;i/ ;k >r v zfu fcT;i/;ui/*-;K 7*3- 
sec-^;i/x;i//iN-;i/, tert-y^;vx;u5ft-;i,;&i?)&£## 
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> $ix.k£, l&v^ L/5-fii, ^£ L < tii&v^ U3^©ap>F>M^H$U *a 
3d, Jim, a^7^^^)$:^bTv^T : fe;J:v^c 1 _ 6 r;^^;l/-*;l/^^•9-^ K(M> 

T-febT^F, ^nA>75 F> -?* Ffc *v£ = J^M 

© lufB ra^^LT^T^b cfcV^W^J tbtlt #:M©Arh ITM^U 
[0 0 14] 

e>tiS„ JI#:0!I£bT&> TVVVl/. TWPy. *Jl*V>. 

7^^f ^=¥-9- 1 Fn try ^ vy. i,4-^yif;\°>, ^itf^n 

?>©WSt7v>(^ 1,2,5,6-^- h^fc: FntTU ^>fc£)fc£#3Mf 
[0015] 

m mWkm*Mhx^x*)&^m.m^L$im\ icasw-s rg&^j hbtit 

^JiH ^y, ;\n;f ;WL2*iT^T&<fcv^ 1 _ 6 y;i/3f;K And*>-ft£;ftT 
v\t* ^v^gy;^;!/-*;^-;!/, aq^ >ffc2*iT^T*> «fc v^^y;^ 
g&g£^LT VNTt><fc v^ 6 _ 14 y y -;k S^^^LTvnt 
* <k ^c 7 _ 19 y ^ /1/=¥;k ttiS^t it vnt % <fc v^c 6 _ 14 y y -/i/ - /i/ 

mm^mit. mz-tei&^vsm. sF^boii&^Lsra-e&s. silt 
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fc£)&^bTv*T%J:v^ 1 _ 6 T/i'3rM#!U -/ntf;K -TV:/ 

ntr;K -fv^f^ sec-^;K tert-;/^;K 

,2-h'J7MDxf;K :7Dk:;w 3,3,3- hU7/i/ 

*uzfu\±)\,. >fy^ntfA/, 4,4,4- h u 7/i/*-n :/^;k 

sec-^-;K tert-^;K -fV'Of^ ^tf-^V^K 5,5 

,5-h'j7;i/tD^>f^ ^\3f£/;K 6,6,6- h u 7;b^-n^^p^;i/^:if^# 

ItrfB ^/^D>^f^'>f^:$tlTv^T : fe>J:v^c 1 _ 6 T;l' d r;^-*;^^— . r/\utfz/ 



[0 0 17] 

rii. 7xx;k i-t7f^, 2--^-7^;k 2--r>T r — ;k 2-T> 

3f;i/J ilL/Ttt, 09*. l£, 7rc*^;K ^7iX^^, h'J7i 

, 3-^i-;i/^nbf;i/, 4-7ix/i/7*f;K 5-7iiM>f^ftWtf 
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[0 0 18] 

ioK^#«5tt*aiij turn mnm^-is 

Mill 2-^fc«3-^m-;b ; 2-,3-*fctt4-bf U ^ ; 2-£fc&3- 
7'j;K 2- f 4-*fcti5-^TVU ;i/ ; 2-,4-*fe»5-*^!/U^/ ; i-,3 

^j. ^ ; ^ ^ _ y c~ > f ; i r . r ? — V" 5" J ? ~ ?1 • r ? — - A — f: fc It ? — V V c ;i' : 1 — - 

Q 2-££te3-bfO ; 1 - ,2- * &4- -f ^ ; 3- * fc*4- H° 'J 

; 3 — fyfryu /!/ ; 3->fy^tyj^ ; i,2,4-*3r-9-^y y-;i/-5 

->f;i/ ; l,2,4-t^t^7y-;i/-3-^;b ; 2-,3-,4-,5-^^li8-^py U 
;i/ ; l-,3-,4-,5-,6-,7-*fc«8->f V^py U /b ; 1- ,2- ,3- ,4- ,5- ,6 

-*fe«7->f>F'j;i/ ; l- ,2-,4-*fctt5->f y>f > FU ;v ; i-,5-*te6 

; 2-,3-^^ti5-^y n;v ; 2- ,3- ,4- ,5- £fc&6- 

K>y7v-;i/ ; 2-,4-,5-*^li6-^>y^ryU;i/ ; l-,2-,4-,5- £ 

tz. m- x-f ^ # y* u £##if £ n s . 

[0 0 19] 

«fcV>C 7 _ ig T^;i/^r;i/J , rg^^LTV^*; «fcV^ 6 _ 14 TV -/!/-*/!/:#- 
rg&^j tutt, fflill ^n^>IiF(M> yyi^> £31. H?l> a 9* 

-c H 7^W5;(«, *^;vr^y> x^;i/y*^ yntr;i/T^y, -f 

y^y. ^x^rsy, v-Ju tf;i/y^ y, v-f^j^r^J. x^;i/^f;v? 
^y&£K sfc ;i> 5 ;i/> *;i/jK=^^, a/wt^ ;k ^ ^w^h^k ao^ 
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(#K * h^risjJfttf— /I/, xF:3f x;b % ^n^dri/^j;i/^— tert 

Jl^^t-f x5~Jb;ft;w^4 ;b/£<!i )> v _c i-6 7 )»^r)v~ Zifuss^^ 

s^^;!^;!//^^ ;k ^x^i/^i/A^ ;k x^;i/*^;i/#;wt^;i/&i? 

n^fxt^ttTVNT^^VNC^gT;!/^;!/-*;!/^^-^^ F\ c^r^n^i/-^ 

;i/3^*i?-5 F ( M- > b 3f F- x h^S/^?;i/#^i7-5 F- ^djK 

75; ($J, ;*^;i/>Wi/*x;i,7^ x^;i/j*;i/*x;i/7^ J fcifK Cj.gT;^ 
^;i/-^;i/#x;i/^-dp^(^ T-feb^rS/, -fun J 4 /I/^Sr^&if), C^gT;!/ 

^ ;i/ # ;i/ / * ^ -f ;i/ 3f ^ , ^ x ^ jv % ;v 7 1 -i * 3r */ & if ) & if if £ ti & 

® [0 0 2 0] 

T=b J^c^/Vi/n^f s/j , fad^ vftstiTv^tii^c^gT;^;^^ 
y;i/3f;i/-:fr;i/tfr3fi^ fj tttn mm ^g^$:^•bTv^T=fc J:v^c 1 _ 6 T 

icfcWS rg^j h\yXm^Vfz.%(Df»m^^hti^. 



ffi£E4$ 2000-3092626 



#2000-21 583 7^) 



[0 0 2 1] 

[0 0 22] 

-j fcli, ^m&m^-tf 1 fcVNb 6«&:fcoT^<5ISR5S:&l*i-<&., r 
Q CO-, -SO-, -S0 2 ~, — NR b — (R b ii7K^M^-, A D 4*>-ffc £ ftT V^T <fc ^ 

[0 0 2 3] 

3it% ^7^o/f>>fl:$^^Tv^Tt;«l;v^C 1 _ 6 T;l/= 3 ^;l/J £LTte, guSB r«SI 

w nrvNTfeJ^c^gr;!/^;!/;*;^-;^ £LTtt, -en^tiltffB rgglSS:^ 
LT^T=fo J: v^gT ;i/=¥;i/J lc£tt£ rg^j £ LTM^bfe^cDtfJgv^ 

[0 0 2 4] 

r/An>^>>fl:$nTVNT : fe;<fcvN2«©c 1 _ 6 #^j^'ft:7K^*j icfctfs r2ffi© 

H 2 ) 4 -, -(CH 2 ) 5 ~, -(CH 2 ) 6 -, -CH(CH 3 )-, -C(CH 3 ) 2 -, -CH(CFg)-, 
-CH(CH 3 )CH 2 -, -C(CH 3 ) 2 CH 2 -, - (CH (CHg) ) 2 - , -(CF 2 ) 2 -, -(CH 2 ) 2 C(C 

2 0 ffiUE#2 0 0 0 - 3 0 




5 



d) #2 0 0 0-2 1 5 8 3 70 



H 3 ) 2 -, -(CH 2 ) 3 C(CH 3 ) 2 -^^*) ; 

(2) C 2 _ 6 T)V^r=.Uy(m^.\i> -CH=CH-, -CH 2 -CH=CH~, -CH 2 -CF=CH- 
, -C(CH 3 ) 2 -CH = CH-. -CH 2 -CH=CH-CH 2 -, -CH 2 -CH 2 -CH = CH-. -CH 

= CH— CH = CH — , — CH = CK — CH 2 — CH 2 — CH 2 — /j; <ii ; ; 

(3) C 2 _ 6 T)\s*-\s>. (M^t^ -C=C-, -CH 2 -C=C-, -CH 2 -C=C-CH 2 
-CH 2 -J&if) teEtfmtfbtl&c 

[0 0 2 5] 

(1)1&V* L3-f@CD7\Q^>M^-5:^ l/T^T^ j^C-^g?;^ U>(#li;U3U -CH 
2 -, -CF 2 -. -(CH 2 ) 2 -, -(CH 2 ) 3 -. -(CH 2 ) 4 -. -(CH 2 ) 5 -> - (CH 2 )g- 
, -CHCH 3 -, -C(CH 3 ) 2 -, -CH(CF 3 )-, -CHCCH^CHg-, - C (CH 3 ) 2 CH 2 - , 
-(CH(CH 3 )) 2 -> -(CF 2 ) 2 -, -(CH 2 ) 2 C(CH 3 ) 2 -, - (CH 2 ) 3 C(CH 3 ) 2 - if ) 

7 

CH = CH-, -CH 2 -CH = CH- > -CH 2 -CF = CH- X -C(CH 3 ) 2 -CH = CH~. -CH 2 ~ 
Cfl=CH-CH 2 - > -CH 2 -CH 2 -CH = CH-, -CH = CH-CH = CH~, -CH = CH-CH 2 - 
CH 2 -CH 2 -^iif) ; 

(3) l^v^L3M©/^^^f>'iS^-^WbTv^T : bJ: v^c 2 _ 6 T;^^- 
-C=C-> — CH 2 -C=C-, -CH 2 -C=C-CH 2 -CH 2 -^if) ; 

(4) -(CH 2 ) wl O(CH 2 ) w2 -. -(CH 2 ) ffl S(CH 2 ) w2 -, 

- (ch 2 ) w1 co(ch 2 ) w2 -, - (ch 2 ) w1 so(ch 2 ) h2 -. 

-(CH 2 ) wl S0 2 (CH 2 ) w2 -, -(CH 2 ) Hl NR 8 (CH 2 ) H2 - ; 

(5) -(CH 2 ) w3 C0NR 8 (CH 2 ) H4 -, - (CH 2 ) w3 NR 8 C0(CH 2 ) w4 -, 

- (CH 2 ) h3 S0 2 NR 8 (CH 2 ) w4 -, - (CH 2 ) w3 NR 8 S0 2 (CH 2 ) w4 -, 
-(CH 2 ) w3 C00(CH 2 ) ff4 - ; 

(6) -(CH^NR^ONR^CCHg)^- ; 

, 5^owl + w2#0 5£ ; w333 <fc tfw4& 0 L 4 <Z>^$t£, 2^0w3+w4# 
0&V^4 £ ; «5£«}:tfw6&0 3 CDg$fc£, frow5 + w6# o b 3 £at 

2 1 £BIE# 2 0 0 0-3 0 
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[0 0 2 6] 

Y "Testis riitojg^i 6©*^-+i--j te. ^^b<lic 1 _ 2 r 

;i/3f l/XfllX-tf, - CH 2 - ^ _ (CH 2 ) 2 -*cif), -CCH 2 ) Hl 0CCH 2 ) w2 - (Ifi-Jftt 

, -(CH 2 ) 2 -&£)fcif-e&5. 

QT?^$*iS i"±^(DM-7-iSf 1 &v>L 6 o*^— 9— j tt, $f^b<«C 1 _ 2 T 
v ■£■-].■-.>( m ■?:}■? . —CP.- — . — rCHr" 5 , — K'- — *T.H,\ - CO ^CH.-;'-.- — - — fCK.-^ 
O w3 C00 ^ CH 2 ) w4-^ -^H 2 ) 1¥3 NR 8 C0(CH 2 ) w4 -. - (CH 2 ) Hl S0 2 (CH 2 ) w2 - 0B*Ht 
tiffa*:^**) ; $e>lC^*b<tt-(CH 2 ) wl C0(CH 2 ) w2 -, - (CH 2 ) w3 CO0(CH 2 ) w 
4 - (aB^titSrfBfcHIS*) fc£T*&5. 
[0 0 2 7] 

Yte, Cj.^i^bXMAH - CH 2 - ^ -(CH 2 ) 2 -&£ 

, -ch 2 -, -(CH 2 ) 2 -j&if)*;if-es>e. 
Qtt, c H 7^^u>(fi!^H _CH 2 - ^ -(ce 2 ) 2 -^if 

-(CH 2 ) wl C0(CH 2 ) w2 -. -(CH 2 ) w3 C00(CH 2 ) w4 -, - (CHg) w gNR 8 C0(CH 2 ) w4 ~ 

, -(ch 2 ) w1 so 2 (ch 2 ) h2 - m^immtmMm) • $^c#£l<»mii?#. 

-(ch 2 ) w1 co(ch 2 ) w2 -, -(ch 2 ) h3 coo(ch 2 ) w4 - (iB^ttiuffii: nMm') 
h v t>»-co- bv^ 

[0 0 2 8] 

-j82:£ (I) T 1 J3J:^T 2 ti|^-*feliM^oT = C (R 9 ) - (R 9 te7KiSi 
JR-?, H FuirZ/$Lfe\ZC 1 _ 6 T)\'2cJV$:*k-t) , = N - * = C = £^-T 0 

T^^tfT 2 ^ # £ Ktti^fc^oT = CH-tfc|j:=N-^t. 

2 2 tfJliE# 2000-3092626 



o 




o #2000—215837 o 



[0 0 2 9] 

O * as ^ e> n & o 

[0 0 3 0] 

nm*&£&mmm^fr%miznz^um^iffi&>-t(M%-&. i~3M)&^tf5 

trn-;K -fs*V-/i/, t?^y-;K ^7i/-;k >fyfri/-*, tf^pu-y 
-;k >fy**ty-A', try^>, try$s;>, t?y^>, 1,2, 

4-t^ty7 x /-^ l,3,4-^-^ri^^T^/-;i/. 1,2,4-f 7^7^-^, 1,3 
[0 0 3 1 ] 

rjMt^HftKSj ©Ift^iibttt, 7x-;i/, 2-tfdj:3-fi^ 2 
-*fcB:3-:7y/K 2-,3-*fctt4-tf U $;;K 2-,4-tf=tt5-f7!/U;i/ 

% 2-,4-&fc«:5-y*-*-»*-yy;K 3-^fett4-tr^yu;i/, 2-if9$?-/i/, 2 

4-*fett5-tTU ^ P-JW l-,2-^fett3-H°D l-,2-*fcW:4- 

-f$#vu/i/, 3-££&4-fcry #*^-;k 3->f y^ryu s->f va-** 

yU;K l,2,4-^drt^7!/-;i/-5-^^ l ) 2,4-t^t^7V-;i/-3-'f 
[0 0 3 2] 

m. r»##ata3§r**j tutu »^at**#»i*ft**, ie-&**5S3f# 

2 3 £f}SE4# 2000-3092626 



O 




(^) #2000 — 21583 7(^) 



o 



mrnrnm & if w & *i « . 

>, 7 > h^iz>&if)&if tf^lf £>*i£. 
[0 0 3 3] 

se mis&m&mmm&mm tint win jfcsw^fl-tcsawK^, 

^>x-fy^7!/-;K t7h[2,3-b]f^-7ix >fy*;y>, 

:7#^>. t7f ys?x ^rtyux s/>y>;>. #;wty-;K /s - 
#;i//Ky>, 7xty>, ^ Kfcifa^if £>*i£<, 

[0 0 3 4 3 

r«S^#^*J ©J^frMi: UTtt, 1— ;2— 2- f 3-,4 

- ,5-* £8:8- 3^ U/b ; l-,3-,4-,5-,6-,7-*fcl±8->T V^J U ^ ; 1 

- ,2- ,3- ,4- ,5- ,6- *fctt7->f > K V )V ; l-,2~ ,4~± t^ltb-^ V << > 
KU/U ; l-,5-*-tt6— :7*^S>— /!/■; 2-,3-^fc«5-^7 ; 2- , 
3- ,5-3.t=.lZS-K2/\rnL-)]s ; 2- ,3- ,4- ,5- t 7ctt6- K > y 7 5 — 
JV; 2-,4-,5-tfctt6-/Oyf7V , J;i/ ; 1- ,2- ,4- ,5- * £«6-K>X 

>f ^ # y u ;i/ ft if # # if e> n ■ * . 

[0 0 3 5] 

2 4 ffiE#20 0 0-3 09 26 2 6 




(3 #2000-21 583 7<0 



k£;ft £ 2 £ £: &3McS>^SStfr <b & § <o tl £ „ 

[0 0 3 6} 

O mm&ttWk&l ©JWMSfcUTtt, 2- ,3-££&4-lf:7 11 ; 3- ( 

l-^-7^;i/)-l,2,4-^dr-b"^T!/-;i/-5 — f ;i/ ; 3-(2--^-7^;i/)-l,2,4 
-**WT !/-;i/-5->f 71/ ; 3-(2-^>y77-^-l,2,4-t^i?7!/ 
-;i/-5-^r;i/ ; 3-7x^;V-l,2,4-^-=3p-b-^Tl/-;i^-5 — f JV ; 3- (2-^ 
>>C^^-9-^/U;b)-l,2,4-^-^r-^^T v y-;i/-5--r;i/ ; 3-(3->f y FU /!/) 

-i,2,4-m^7y-;i/-5 — nv ; 3-(2--f > fu ;i/)-i,2,4-^-^-y-^ 
7 v /-;i'-5-^;i/ ; 4-7i-;i/f7 s /-;i'-2-'f;i/ ; 4-(2-^>y^^-;v 
)^r^/-A-2->r;i/ ; 4-^i^;i/-i,3-^-^r-^y-;i/-5->r;v ;5-7i- 
;i/--f y^ry-;i/-4-^f;i/ ; 5-7cn^;i/^-3p-y-v r -;i / -2-^r;i/ ; 4- (2-^ 

— — ; 4- (3-^xn;v)^i-;i/ ; 3-(3-tfD ^/»7i-;v ; 4- 

(3- try i/»7i-;i/ ; 6-7x-;b-3-ifj s;;^ ; 5--7^^;v-i,3,4-^- 

=¥i?"^T^/-7l'-2-^;i/ ; 4- (2-t7f;i/)7x-;i' ; 4- (2-^0 — )V 

)-7zi-Jl ; 4,4' -^^^x-^^if^lf e>*l£ 0 
[0 0 3 7] 

J jW£l^ 0 

m mm^nmm} it. ^ib<»7x^;w 2-*feii3-5 i x^;i/, 2 

3 -*fe«4 -try Vfr-ztb&o 
wl m^^m&i it, &£L<itm&g>m^mm&mmm. zbiz&ti, 

< it 2 -/Ov'fx-^ 2-/<>y*77-;K -<> F-;i/- 2 ->f -f>F 

2 5 &ISE# 2000-3092626 



o 




o 
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[0 0 3 8] 

_ s T/iy3rU>i>?t*Zsm. V* *y \ x^- Vy VX* yUE). -hD 

, i/7A /\ny>ffcS4xT^T%«fcV*C 1 _ 6 T;i/3r;W Cg_ 14 y V — /l/tf^rS'-C 

^y^MM, c^gT^^p^-Cg.^r ';-;i/-c 2 _ 6 

Q tlTV^T ; fc«fcV^C 1 _ 6 r;i/=3^rS/, /\n$*>ft3*l.T v^T% J:^C 1 _ 6 y;l/ : 3r;l^;r 
[0 0 3 9] 
[0 0 4 0] 

tffIB rg^^bT^Tfe^Cg^TU-^^J {Cfctt£ r Cg_ 14 7 U 

2 6 ffiSE#2 0 0 0 - 3 0 9 2 6 2 6 




o #2000-215837 

O 



ItfSH rg^£;£ LT^Tt>i^C 7 _ ig 7^;i/^;i/^:>j &c&tts r c 7 _ ig r 
3i-;i/^^;i/^-^ri/. h u ^3i-;i/^^;i/^-^rS/> i--?-:7^;i/;*^;i/ 2 

TV^TfcJ^C^gr^;!/^^^ icfctts tssisj £LTfcJ:, talB rg 

<d#mvmj>*i& 0 wmmcDmz. m^iti^vsm. &£L<&ite^ismx'& 
& 0 mmmm^zm&,±<Dm^> g-nmmitm-x&^xibm&^x^x 

<kv>„ 

[0 04 1] 

^ rfi&^£^l,T^T%<J:V>5&^b7MI^3t#ty^ ^ J m^kM 

<&i&v^3<i-e&£. n&^&tf2®&>±a>Wf&. &nmm\tm—X'$> 

[0 0 4 2] 

ttflB tTisJH iLVXit. ;£:-C0-R 3 . -C0-0R 3 , -C0-NR 3 R 4 . 

-CS-NR 3 R 4 , -S0 2 -R 3a , -S0-R 3a , -S0 2 ~NR 3 R 4 C^*, R 3 tt(i)*^M 

(iDwrnm^vx^x^^^mity^mm. s^ttum mmmzuhx^ 
x%£^&mmm ; R 3a &u) mmmzmLx^x* J £^mt?kmm. ££&(n 

2 7 miE# 2000-3092626 



O 
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[0 04 3) 

^y^f;b, sec-^;K tert-^/I/, 'O^K ; 

b) c 2 _ 6 yjitr-jv(Wx.iz^ V-ji. tu;k -fv^n^K 2-^x;i/fc£ 

) ! 

c) c 2 _ 6 r>n/=3p-;i/(MA^, x^x/k ^n/i/i/^, 2-^x;i/&£) ; 

d) c 3 . 6 J/?Dr;^;KMxH i/^ayn^, */9u-f*^ t/^u^y^ 

e) c 6 _ 14 ru 7i-;k i--t--7^;K 2-t7f;K 2->r>5 r - 

f) c 7 . 19 77^^^(iiii 7i^f^ s^airji/**-;!/, hU7 

;K 3-7^-)l7°U t?;K 4-"7oc-;i/^;i/, 5-7i-M>f^Jf), 
[0 04 4] 

r«^g£*bT^T : fo<fcv^'ft7K3ii*J ic&tfs rg^Sj tlTH #1*. 
^2/(«, ^I^^^Sa x*-i/ -hn, i/7A nn^f 

2 8 ffiiiE#2 0 0 0 - 3 0 9 2 6 2 6 



o 



o 
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-A;i/^-;KE ^b^i/*;^-;K if^i/^^to, -7utf*risZi)v 



>r;i/. s-7D>f^ ^at^u ^?5j;i/5K-;k tr^u ^y*>n/3K— ;k trays* 
>-i--f;i/#;i/^-/i/&if) > c 6 . 14 7'J -;i/^-^r2/-^;i//K-;i/ (M. 7x- 

7^/i/*-^;i/>*'3f s^-fl/^— 2,2-^731— ^/x^;i/^-#S/*;i//K~ ;k 3- 

(#1, ^f;i/A;w^^;K x^;i/#;w^^;i/&ifh ^-c^gr;!/^-*;]/ 

if), 5^vNb6M^^^;i^A^-r;i/ (M, y / jjjirt^-ji. tr^yt? 

j jjA/rtt-j jv. 2- if y */)ijj;vA=E4 Ji. 3- tf y ^;i/;*j;w^-f ;k 4-tr 
y ^;i/*;i/A^>r;i/. 2-fi-^A;wt : E>fjK 3-3=-xx;i/;ft;w^>f ;i/&if 
) „ /\n>7*>'ft$tiTv>T : fo J:v^c 1 _ 6 r;L'^^;l/7<.;l//^^x;l/ > c 6 _ 14 7'J-;i/7>;i/ 



-c^ta^I/T^ ^*^;i/7^y, ^nw? 





2 9 
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o 



v*' 1 3= '— r. .. ~? n -5= l] -fc n, r- =p S Ty'Tr ^ :V (#^ ! - r ? " 71'7^ 71' 73 

2/(M. S^^/l/a/bA^/M-*^ ^x^/l/fc^Wt^/l/a-^fS/Jifcif), Cg_ 1 

[0 0 4 5] 

Tv^&J^c^gT;^;^;^ . rAn^>ftSixTv^%J:v*c 1 _ 6 r;i/^;]/ 
- ^ ;i/ j , r^ n y>ffc£nTv^%;<fcv\c 1 _ 6 y;i/^;i/x;i/*x;i/j > r 
/\u>fzs{f£frT^T : b x^c^y jitfz-vs. Fj intti -e-ti^ 

tllsfSB rg&^£;£bTV^ : k<fc^C 1 _ 6 y;i/:3r;i/J &c£tt£ rg&*j fcttfll 
r tt^S 5:^ L/T^T% «fc V*5ifcV^ L/VMI^fQ^^T ^ 7 J hLTli. tufa r« 

[0 0 4 6] 

3 0 ffitl# 2000-3092626 



o 



o 



#2 000 — 215837 



o 



rrT% r^^^j tttit, RJRiK^JK^icS**^ SKIS 



;k >fyf7i/-;K *-3p*v*-;i/, ^v*^v-;k \zv&>. tr^y>> 
tfy^$?>, try i,2,4-^-=3p-^^r^/-;K i,3,4-^-^-^^ry-;i/ 
, i,2,4-fr^7i/-;K i,3,4-f7^r 4 ;-^ y^y. ^>^7i 

>k-;k >ry-f>K-;K iH--f>#v*-;K ^u>, 4H-#yy^>, >fy 

-*-y^y^>, =3py *e-ri/v>* 
s/W u #;wv/-;k j3-*;i/^y>, 7xt>h'Ji?x 7*ys?>, 

[0 0 4 7] 

rste^Liomit^m&mmi tint Miii 2-*^ii3-trny>, 
fcfDU^>, 2-^yc«3--r ^ *vy 2-*3f-9-y~y a-^-s-yy 2 
-*fctt3-tT9i/y n°^yy^>> 2-f7!/ux tf^y^>, tr^s; 

r7^VNblOM^^=fil^J tUtt, Will ***ys?'>, 7-y*f*s>* 
n [2.2.1] /\y#>fc£f##lf £>*l£o 
[0 0 4 8] 
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£&3-^xn;i/ ; 2-,3-^^»4-tfU^;b ; 2- £ £ «3- T7 U ;U ; 2-,4-£ 
fe^5-^ry;;i/ ; 2- ,4-£tcl*5-**WV ; l-3-£ fcfc*4- hT^ V*U 
;b ; 2-¥^i/—)V ; 2-, 4-£fcl£5-b: U -i ; 1 - ,2- £ t^%i>- \L U 0 

)V ; 1- ,2-£fei$4-4 ^ #\TV)l 3-££tt4-t? <J #S?x;i, ; 3->f V^T 
y*U ;v ; 3--f y;T3r-9-y*y ;i/ ; l,2,4-t^^7 N ;-^-5->f^ ; 1,2,4-*- 
V-;i/-3--f ;i/ ; 2-,3-,4-,5-^feli8-dr7 U ;i/ ; l-,3-,4-,5 

- p — T_i:i^p_ / >;> ? i i ; } , ; 3 — , o — , 3 — . 4 — , 5 — . p — * -fc j j: 7 — -r ^ ' V 

ii* 

Q y;i/ ; l-,2-,4-££kfc5--f y>f > F'J;i/ ; l- ,5-£ &6- 7 # 9 ; 2 

-,3-££:l±5-3f ^ Sflf >Jx ;i/ ; 2- ,3- ,4- ,5- * fcti6-/<> i/75- 71/ ; 2 

- ,3- ,4- ,5- £ fett6-^<> y^xn^ ; 2- ,4- ,5- * te6- /<> V* 
U ;i/ ; i-,2- f 4-,5-*fcB:6-'<>X>f ^ f MUSI ; « 
7L\H. i-,2-*fctt3-fc:n y ; 1- ,2-4-*fcii5->f ^ #v u t?—ji 

; 2-££&4-^ ^*!/'J-;i/ ; 2- ,3- * fett4- tf =y l/ V P—Jb ; \f^V V J 
; 2-,3-^fcli4-tr^U ; l-^fcfc^-tf^^x;!, ; ^;i/*'J y ; 

[0 0 4 9] 

& rn&sz^isT^T^^^mmn&i jcews r stij tLtii ttris 

J: Vx 0 

[0 0 5 0] 

R 4 ^£*i6 rc^T J iibttt, x^;w 7*nk°^ 

\ /fy^nif;K -f v7f;K sec-^;w tert-y^;K 

, /^^/l/fcifa^ff&ftS. 
[0 0 5 1] 

3 2 ffi|iE#2 0 0 0 - 3 0 9 2 6 2 6 



O 
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o 



[0 0 5 2] 

^fc^tiT^T^ J: v\c 1 _ 6 7;i^dr;i/-^;i'AK— ;b y ±v-ju7£E) , c 1 _ 6 7 

3=- >> * ^/ ;-ter t - 7h tf- )V & if) , & ^ L T WTfc «fc V ^ 

^ ) - fif ^ftr i > r =& c t v \c 6 .„7 V - )v *~ * - * ;i- — ;i/ ( ftj . -7 - 

, >fy-3f ; >f ;k 2-t;^;k 3-^y^fA, 2-7D>f^ 3-7n>f 
;k ^e/i/sfcy y tf^y ^j;i/^-;k trn y *jy- l ->r 

jtf-;i,&£*) , €;-c 1 _ 6 7;i/='r;v-A;i/A : E>f;i/(M, *^;v#;w^-f ;k 

^T4i><J^5;&^b6K^i}i^#;W^^;b (M. 2 - If y S?/l/:*7/l/A^>f /K 3 

-tr y 4 -tr y ^/uA/i/yt^-f ;k 2 -^x-^^wt^E-f 

(«, *^;i/x;i/*-;t/&£?) , figlS£;£LTvxT%<i: v^ 6 _ 14 
VNT^«k v\c 1 _ 6 T;i/=¥;i/-^;i/3K— ;w c^y/ba^ 

—1-7 9 /i/fcJf) fc*f#*j* uv*. 

[0 0 5 3] 

rgmg£^bTv^*^c 6 _ 14 y y-;i/-#;i/#x;i,j , rfig|g 

3 3 ffilE# 2000-3092626 




(^) #2 0 0 0-2 1 5 8 3 7Q 



O 



x% <tvxc 7 _ ig y^;i^;i/;fr^-#;i/^-;i/j > rfitJis&^UTv^fc<fcv*5 

ITU lafH rg$^£;£bT^T*><fcv^ 6 _ 14 yy tc£tt£ r«$t»J 
[0 0 54] 

mm tTisjvr^Si tint mxix. mm rrs/;i>j xi^vNb2Me^i$ 

tlfcT^ J&mf *?£b<te, 5£ : -NR 5 -C0R 6 , -NR 5 -C0OR 6a , -NR 5 

-S0 2 R 6a , -NR 5 -C0NR 6a R 6b R 5 Ji?Kf!iM^£ fettC^y ;i/3p;i/ ; R 6 « 

MfHR 3 i:l^*« ; R 6a iitafHR 3a i: ; R 6b iiR 4 £ IM^^) T^tStiS 

£>*x£>. 

[0 0 5 5] 

* - ;vy ^ y & if ) & ift £ c 
[0 0 5 6] 

^g^$;^L / Tv^T : fe;c^:v^c 6 _ 14 TU-;l/-^;^>K^+^$ Fj tcfctf 

3 4 ffifE# 2000-3092626 
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o 



[0 0 5 7] 

iSfsa rrs/^/*^s/j tbtti, MiH Mia tt>>;vj ureesisnfc:*- 

#2/««#Wrb*l, #£b<te> 5$ : -0-C0R 7 . -0-C00R 7 , -0-CONHR 7 

f£ r T /f ^ * :V j B . » - C 1 _ p T *rfr-£> JVtf—M*r 2/ (ffl- 

if), sSI*$:*b'rv^T : fe)J:v^c 6 _ 14 Tl;-;^-^;^^->'^^■ :J p^(M> 



o 



6-14 

[0 0 5 8] 

fcfc, ^ft^^^bTv^T : fe)J;v^c 6 _ 14 TU-;l/-^;^^n;l/^=^r>>J , r 

[0 0 5 9] 

Ar^Stl* ^a^$:^•L / TV^T^;<^:V^C3_ 9 S/^^T;l/^;^SJ icfctts 

3 5 miiE# 2000-3092626 




o 



#2000-21 5837 
m rg^SS:^ LTVNTt; &\<^C 3 _ Q is>7 DTi^Mj ICfcttS rg^^j 

c 3 _ 6 >>^nr;i/^;K /\n>f ^t^tirv^fccfc^c^gy;!/:^:^ /Nn^-ffc 
S^iT^T^i^Cj.gT;!/^;!/^^ tFD^S/, T^y. ^ y -C^gT;!/^^ 

— ? ; . -:' — C- ;i'^;i'T = / . }h-. -v .?],•#" ==• ?>\ ^ ,'}/■ f 1 ^- 

T^l/A^ /\p^>4fcS*lTV*T%J:V*C 1 _gr^^l/ — ^ c i_6 7 

-#;w^^;k /^a>^f>^b$tlTv^Tt;«fcv^c 1 _gr;^^;l'x;^^-;^, 

;i/T^^, An^*>ffc3 tlTV^T % <fc ^^C^_ e 7 JV^r?V — ij JV^\^r^)' ^ K, C^r 

;m^r^-^;i/3K^r-9-^ c 1 _ 6 r;i/3f;i'X;i'*— ;i/r ^ J > c^gT^^^-A 

)\,A=£j )\s7t*ri/. v - Cj.g r ;i/ - * ;b a =e >f ;i/ ^ ^ v & if if £ *i * <> 
lufB rAn^:/ft2n , rv>TfcJ:v*c 1 _ 6 r/i/3f;i/j iibttt, ffrSa^^R 2 ^^ 

[0 0 6 0] 

■tv*T : foJ:v^c 3 _ 6 5/*nr;i>:*/i/j . r A n ff Xks tiT vnt =fc J: v^ 1-€ r 
dp>>j , r/Nn^^^fb^tiTVNTt) J:v^c 1 _gr;^=¥;^^^■J > r^-c^r;!/ 
^/i/r^yj* r v - c i_6 T , r^n^^-ffcstirv^rfejcv^j 
_ 6 r;b^r;i/-^;i/jK— . rc^r^n^s/-*^— ^/j > r^y-c^r 
;v3f;i/-#;w^^;i/j , r*;-c 1 _ 6 r;i>*/i>-:ft/i'^ 5 e-f /i/j . ■ r/\n^>^fb 

_ 6 r;i^^;i/-^;i/^^r^^ Kj , rc^r/l/n^Sz-A/bsK^MJ-S kj . rc^g 
r^^P^X^^-^T^ / J , rc^gT^^^-^^^-^^-^ri/j , ""Cj^r 
;i/=r^rSy-7fj;i/^-;i/^-^ri/J , ^; -Cj.gT^^r^-^^A^-f )\s**cZ/\ 

3 6 ffi|iE4f 2 0 0 0 - 3 0 9 2 6 2 6 
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frjfaL $l;U;£l&^L5>fg, L<&l&^L3fg-T?&£ D * 

[0 0 6 1] 

Q i/9 w\*ri/ fr&Z ftm? e>*v£ 0 

[00 62] 

^M^^<fct>*^M«^S«ti-5^^nM^-iMJ^Jb (M*fc£i 4v^3i) 

, 2-*fctj:3-fh7i:Kn77-;i/;2-, 3- £ fcfcM-^ h 9 fc: Kn tf 
;i/;i-, 2-*fett3-tfn u 2?—/i/ ; 2-, 3-*fc«4- bf^u ^— 

[0 0 6 3] 

Art^sns r/Nn>7*>M-?j tbttt, tt*.l£7yS, *&ii> MM. 37i?i 

3 7 ttili#2 0 0 0 -3 



#2000-21583 7(^) 



[0 0 6 4] 



«fcv^^#JMSj &cfctt£ rg^gj »*u<tt/Nny>JK^ s\u Vis- 
it £ ti x v > t t> J; v \Cj_g r ;v jv & J; n >f is it 3 ti x v * t % «fc v ^c^y ;i/ =i 

[0 0 6 5] 

ti^ti i ^fcti^M^LTv^fei^ ^oc^;k >f > K-;i/- 2->f /i/*fctt>f 

[0 0 6 6] 

r 1 ^ j:u f R 2 ** j eti-? ? tic 1 _ 6 T;i/^;i/ (&$ll<\z* s pj\') ; 

3 8 ffif£4#2 0 0 0 - 3 0 



O 



o 
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Q#*£-&#s -(CH 2 ) wl C0(CH 2 ) w2 -*feli-(CH 2 ) w3 C00(CH 2 ) w4 - (SB^tttS 



>-ffc3*lTV*"r*>.fc V^gT^n^fr bjBtfjriSlBiJISS:, -Ztl^tl 1 



— f;i/) -efesft^o 

2) x^atsns^Tffty. x*^**®^; 

Q -(CH 2 ) wl C0(CH 2 ) w2 -^fcli-(CH 2 ) w3 C00(CH 2 ) w4 - (SB^ttlff 

1 1 tf= CH-, T 2 # = N- ; 
; • ; ; fro 

2-, 3-*fctt4-tru^^/) (#£L<te2- 

Q *IS^#, - (CH 2 ) Hl C0(CH 2 ) ff2 - * fctt- (CH 2 ) w3 C00(CH 2 ) w4 - (SE^teta 
I^^CH- T 2 # = N - ; 



T^CH-, T 2 # = N- ; 
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o 



o 
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3 7Q 



Z/ikZtiX^X&Z^C^QTfr^^i/fr -ttl^ft 1 

xn;K 2-, 3-£fcte4 -fcriJSW *fctt*fr£**i*3S (*f*L<H:2- 

Y 

Qtf -(CH 2 ) wl C0(CH 2 ) w2 -^fett-(CH 2 ) w3 C00(CH 2 ) K4 - (ffi-^litif 

T 1 ^ = CH-, T 2 #=N- ; 

. : • tjt*m& : fr-? 

>fb^4^TV^T%J:V^C 1 _ 6 T;l/3^riy*^B^^^tl-5S^S$:. ^tl^tl 1 

zm^Lx^x^^^mm^^mm (^l<«7i-m 2-*fc«3-?- 

--r;i/) xtb&ik&mo 
R 1 fe<fct>*R 2 *^n j rtic 1 _ 6 T;i/=¥;i/ ; 

Y 

Qtf*gHr#, -(CH 2 ) wl C0(CH 2 ) w2 -*fett- (CH 2 ) w3 C00(CH 2 ) w4 - (fE#&tu 

t 1# = n-. T 2 #=CH- ; 
• ; ; ffJftfSrS ; fro 

Artf, An^f>I^ /^^>!f>>ft:snTv^T ; fe)<J;v^c 1 _ 6 T;l'^;^fec^:tJ f Ao>!f 



4 0 



ffifE# 2000-3092626 



(^) #2 0 0 0-2 1 5 8 3 7(3' 



o 



2-, 3-*fctt4-^';W *fc (*f*L<l*2- 

/<>>y^ai-;K 2-^>V77-;k >f>F-/i/-2 — f;w ^r>K-;i/-3 

[0 0 6 7] 

^»tt*^i«ttT^ jmn<Di&te 

^S/^n^\^r^;i/T N, N' - i?s<2/¥ A/313- is ypy$ £<Dm.tf 

^ym. vx-yWt. ^/^9Wt, v>3Wt. *$yx)ifcym. ^y^y^jv^y 

, y/l/#U±IB&JRSL (ffiU A/bS/tfAtt, 7nj/9AI, /?y?2>&&£) 
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[0 0 6 8] 

i:*SiS»cj:»;-fb^« (i) *b^*>. 1Mb, «7t, 

if&jgd LT-fb^ (I) izmt-tZlt&ysZlt^Oo it&%9 (I) ©yDK5f 

^titit Vciztfs ( i ) ;i««7S/M, y;i/3rMb> ^BMfcStifc 

fli^fe (M> ft'&to (I). ©T^y 363^x^3-9- y>f Mb, 7^— Mb, 

Q ->f;i/) ;* hdr$/5tj;i/^^ Mfc> "5=- KD77- Mb. fD'J y;b^f Mb 
. kf/lD>f;i/;t=^>;*^Mb, t e r t -^Mb2ftfcflS-&4fcfcif) : <blii#J 

(i) ©aciNStfrs/Mb, r;^Mb> y^ifcft. ts^lfcftsnfc'fb^fc (ffl 
, -fb-^ft (i) ©*Si^7tf;WL avi/^ h-fMb. 7*n;v>fMfc, tTA 
n-fMb. -if-^xMb, yvUMb, r^-Mb. s^^^T^ 7 ^/i^/i/ 
jKxMbatife-fb^-ftftif) ;*b-£ft (i) ©^i/tf^^i^tfx^Mb, r 
^ Kfb£*i7Mbitr# («, {bi=r#> (i) ©^;b^^r^;i/a^x^-;i/3ix^Mb, 

x;*^Mb. 7*'J^/i/x^f^ (5 2 -a-^py- i , s-^ 
=^y uy-4 ^f;i/xxfMb, D/\^rS/^*^^*^3i?x^/x^- 

^b^«e^^©^iC<koT<b^ (I) ^MtS^il^T'fS. 

-fb^.(i) F5y^tt, j£;il«J£i 9 9 0^ffJ r^o)^ 

J fl7^4H^ftl 6 3Kfr*> 1 9 8HlCgBl$£*lTV>£J;e>&, 

ik&® (I) ic^b-t-5 : fo©T'&oT ; fo<};v\ 0 

[0 0 6 9] 

4 2 £BIE4f 2000-3092626 



O 




o 



Q #2000-21 5 83 70' 



- -fX/AXz—i/^yX (Organic Functional Group Preparations) ^2JS, T 
y ^l^tt (ACADEMIC PRESS, INC.) 1 9 8 9#fJ ; n>^'J 

— — -v ^ - *- ;y ^ ~7 •? — ~* — ■■■■'= ~- X (Corar-rehensive Organic Tr&nsf 
Q ormations) VCH Publishers Inc., 1 9 8 9 *£fIJ^lC|B« &§V^m 
£ b £ # o T fffc *l S o 

[0 0 7 0] 
[>*-Z*l] 
[fb 1 7 ] 

X' OH 



H 



CO 




0 



IS1 112 



(M) 



1, (HO 
G 




I§3 



H °\ 



— (i) 



:Q— Ar 



[0 0 7 1] 

xm 1 r ^ FfbSiS 

4 3 ffill^F 2000-3092626 




(^) #2000-21 583 7(^) 



i ) tifc-frm&m & m v > & 

(ii) , J^i~5 m&(Dik&® (in) > &J:U : m~2!3#©B£zMi 
^?ST, 1 0 ~ 2 4 BSrfi&RJfcS**. 
S rffi£7K*i^Mj ^ITlt #fx.fc£, V i/ 9 w\*c*/ 4 ^ K (DC 

Q % (wso *if^t/e>n6."''3&j^*et>, wsc*wtiv\ 

yy-;i, (HOB t ) *&1~5 Sfi©*ISS:»inLT*«l:v% 0 

mitm (M. tk^lu^^a, Ttimfc-rvvyi*. umittivyj*. 7kmitJjn< 
v K, ^fj'j >7^^^-9-^^;b^^^^ Kfcif) > y;i/:*j y^Mi^iiy;^ 

2/ K, # U t e r t - h ^ if) if tf>3£3M ; 

TKBftft^y^A, tK^u^^a. *»-fbAy ^As&if) , r;v*y 

4 4 ffiSE# 2000-3092626 



O 
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^^^jvr^jifvpy. dbu (1, [5. 4 

. 0] Vlz-rX- 7 -X>) , DBN (1, 5 -^T-^tfS/^D C4. 3. 0] 

y>-5-x>) &£©y^>m {«i«if'J^>, -f^#y-;w 2, 6-;i/ 

5- Eo^WL&i^s.MMit^^mUEojm^m^M^- £&&lf btifr. ^»^e=b> 

[0 0 7 2] 

A]C%m (III) ©^EStt^#. &j I ~ 5 ^* L < f£ 3 — 3 ^«) ©ft 

© (ii) ^^ffi^*-e^$i±^o 

rit&m (in) ©MJ&i£S§##J icfcv^, LTte, m.^ 

>f F (M> »^n»;.K, ^n^F&if) , M&mM*® («U Cj.gT^^;!/- 

if) , ts&^xrAs (M. mmm^mhx^x%^^-7^j i-tFn^ 

tbttt, -Fn> 7\n>!f>>ffc$nTVM:% J:v^c 1 _ 6 T;l/^r;^* 

£&7\n^>ft3^TV>T% J^C^gT;!/^^** 1 5MPlf ^tl-5o r 

[0 0 7 3] 

^wm&mm. -hv^&mm. r^F&mm. Tby&mm. ^jv^^ 

m^xm^VXm^X^^^o tefrXlb^- F^fc: Fn75> (THF), T-fe f 

*hjsjc^v%t, m-io^a, b< &m ~3 ^4©i& 

4 5 ffilE# 2000-3092626 



#2000 — 215837 (^) 



h'jxf;i/7 5X try ^>5&if*W* bv>„ 

[0 0 7 4] 

urn 2 m&nRj& 

B&BX^l Hmm<DT$ FflsS«:JCJ:y, ftHr% (IV) (V) 
[0 0 7 5] 

(I) KfcV^TT^-N-, ; • • T?& 5 Jfr&flFtt, TIE;** 



O 
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lit 1 8 ] 




(la) 



[0 0 7 6] 

L 1 ^;**^ Iftliifij i:btit mz.lt. (1) An^f>I? («U &3?i 
. SkM> a^^^if) , (2) 7^a>^f><l:StlTv^T : fe;J;v^c 1 _ 6 T;^=^r;I/x;^^ 

, (3) sm^fc^brv^t) ^v%c 6 _ 10 r 
r«giaS:^bTVAT%<J:v>c 6 _ 10 r U-;i^x;i/*^.;i/^-^ri/j It 

4 7 ffifiE#2 0 0 0 -3 0 




#2 0 0 0-2 1 5 8 3 7Q 



)Ut-3rZ/, 2-1-7 9 U>7.)lfc=-)V*3ri/te¥tfm?%n&o 
[0 0 7 7] 

mmx.ni tmm<D7 K-ftfi/stcfcy* uv) *nt-&«j cvn 
ii 5 

r^?stt»«j tint y;i/3-/i/^#£. ;n--r;t/^^ ad 

3r*»aft**k -h'J^**«, TSK*38«, >^h> 

[0 0 7 8] 

^MTKH-ftMTc^ti, mm<z>&&T. i~i oo^be caf 

£ L<» 1~5^JBE) ©*3l5£ETiCfffctiS 0 

rm^J fcbtti. Mill («, /t7^fA-^i, 

4 8 ffiliE# 2000-3092626 



O 



o 
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ti*&0. 01-0. 5 

^>-fbKfls***»«, ^#***«c, -h'JMm y$F&mm. 

gf0g#^g. 0. j~ 2 4 ^fS- £F£ 1,03 0. 1 ~5B#ffejT s &£ ! 
[0 0 7 9] 

^ — Q — A r (^IH-^ttBtrffi^^S^Srat-r) T*^l£*i£*CD^A 

o 

it^m (VII) tVG^m (VIII) ££M)£2i*£^£k:J:oT. >fb^ (I a 

it^m (vin) ^©Qtcfc^T, BMB*L 1 K:Ki6'r* < &tB*« { co, S0*fcttS 
ft-S-^ (vill) tfi©Qlcfev%T, KttiEL^RSrrs^ffiiStf**/!/ 

^r;i/^Mb^ii5tt, «it«ft-&* an) mi-smm, wtL<&$j 
i~2^») <Dit&® (vin) *k«©#&T. ^?Sffi*itttf» , e^iSS*s 

r^s§tt*«Ej tint 7;i/3-;^« x— 5^;i/3M8«, ad 

-jrv-ft*ft*3Mv»iK, ttmamt* -bv?v&®m. T^F&mm. 

;i/A7^ K (DMF) , T-tby. x^;-;k bfU^>, Lva„ 
-2 0x:~ioo°c, ^ib<iil^~8 0tt^s o 



4 9 
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SfSB#Rite> 0. 5 B#|ig~ 1 BT&<5 0 
[0 0 8 0] 

fulHXS6 IC£^T, ffc-^ift (VIII) (Z)^t)UtC. 5£:0HC-Q'-Ar (Q'& 

Q* Testis r^©M^i ^v>b fcUTtt, ffflBQi: 

(T -i ~ c — -H- — i f 6ft * !„■ t • ffi ^ i ^ t ^ I- , 

- (CH 2 ) w7 C0(CH 2 ) w8 -. - (CH 2 ) wg C00(CH 2 ) wlQ - 

(«7fcJ;tfw8tt0frV^4©^m£> J^w7 + w8#0&^b4 £ ; w9£J:tfwlO 
«0&V\b3 ©^g§:£. ;frow9+wlO#0&V^3 &*^) &£fyWi:bV% 0 

(VII) tSr^^T^^r/I/'fb^lC^rfclC^oT. ft-£r^ (la) &9?jg 

RjiSajKa:«v>6^J||**fl;*K:J:»;*J!fcS^ MS, ^-701C~1001C 

5 0 ffifE#2 0 0 0-3 0 




o 




#2 000 — 215837 



[0 0 8 1 ] 

lit l 9 ] 

r 1. .... . 



Ig7 



OCW Ar (IX) 




II — COWH — Ar 

(lb) 



(VI I) 



SCW Ar (x> 




[0 0 8 2] 

ib^% (VII) ZVlsTitJxfoiZtftZ£.lZl:V, (I) IC&V>TT 2 # 

(lb) Mt§ii:^§5 0 

«tfi/7*fc£*tt, «*tffls-&& (vii) i~2ai©ft^ft (ix) (« 

5 1 ffiSEff 2000-3092626 




Q #2 0 0 0-2 1 5 8 3 7Q 



O 



m. izmm&mm* -hvjv^mm, r^F&mm. ^v**^ 

V^=b<J:V^ ^^T^Tth-h'JM N, N-^fMMTU* ( DM F 
fcfoUmt* -20"C~100T3, £f £L<&^~8 0°C7?&£ o 

K8*tJ9A, KithU^, *KfttHJfA> 

m^^^mStt, (VII) tC#U M$£*~2^*T*&£o 

[0 0 8 3] 

it&!%} (VII) »J, — (I) JC^V>T 

T 2^ = N _ % . . . ^c^lS^-efeU Q#-CSNH--C-3DSflS-£4£K -r&;b*> 

ffc^&l (I c) l:|itS^^Sc 

IIE^** V7<ffcfiU*tt. (viD i ~ 2 3*(ZMt;-S-# (X) 

i:oTfTfctl^c #£JSWU MmVlsTitfcl&iimmzlsTfftDtlZ. 
[0 0 8 4] 

-jR^I (I) CfeVAT, Y#*g£#T?&»K T 1 *i«=N-Tf**fl:^*, "Tfc 
t>t>4t&%9 (Id) I*. X3r-A4lzmM<Dj3&lZ£^T&m&ZftZ>o 
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Ut 2 0 ] 



(IV) 




[0 0 8 5] 
IS 9 Vl/TitRfo 

itism (iv) i:i^b2Sloft^« (xi) *?Stt*ifc*t», ^MT-^j 

o. 5~5i»iaifi«;a-efe*, i *v^b2^*©fb^ife (xn) fc^ratt**!* 

LTffiV^=fe;J:V^ ^^^Tth-h 1 ;^, THF, ^ an* 
[0 0 8 6] 

5 3 miE#2 0 0 0 - 3 0 9 2 6 2 6 




Q #2 0 0 0-2 1 5 8 3 70 



[0 0 8 7] 

lata rrjisn-ji&mmi tltit #5itl *$J-)i>. i^;-;k >fy 
^n;W-Jk t e r t / -;i/&£^#if e>*i£„ 

77> (THF) , 1, 4-*j7t*^y, 1, 2 h^i/X^ 

© t&IB r^^^^j tltH iAil h;bx>, 3f^L/>\ tf 

mm F3&»#j tutu mxu, n, N-^fMw? f (d 

so) e>*i£o 

tusH r- h y t lt mah r-t h - f y ;k -?u t^- h y 

[0 0 8 8] 

5 4 ffi$E# 2000-3092626 
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o 
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2 0 0 0 



—215837 



o 



;i/^U t, e r t -7 t/i'^>7/i'y ^K t e r L -7rJi/yit 

/i/^y;i/&if) . c 2 _ 6 r;i/^n;i/ (#i> l-yy^&if) &i?#we>*i3o 
^tie>©*«. r^^L3i®;M3^>-I^-(^ fftjft, ^fg, a^St 

r. h D tt t* T « # £ n T V \ T ±j Jt V % , 
[0 0 8 9] 

;k tert-^'iWJ;i/«;t*), c 2 _ 6 y;i/>m;i, (#|. l-TU 

;i/&iO J&if^#^e>ti-5o 1 &v^3<@©/\n;f (#l> 

[0 0 9 0] 

jitf—ji r-fe^;K ^n^t-^ft-w • c 7 _ 10 r^;i/^;i/ 
j;^f^7x-^i/';^, t e r t u ;k t e r t 

ton**/ (#9, *h3f^ xh^^X ?°ui$3ri/tzE) * h a if T?tttft 
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[0 0 9 1 ] 

-f j/JV--??. it — i3—y9 i/y-^^y^ (Protective Groups in Org 

Cv _ f v Ff i F > j G v. r &>n e v frrr' Sons f ] 9 ? 0 s ; <Z ??if C" K?CiP 

y h\ lEtt/t^ P v a, h u r ^ 3f ;v 2/ u ;w\ ^ >f K (#K hu^f^j/ y ;i/ a 

[0 0 9 2] 

S^Mf* i: b T « 2 tit % =fc v % . 
fb-£4& (I) 3fe5MM£tfu St#»tt#, Da«JMH*fc-£#"r 

(I) csfe^fttttf^'tsft'&tcBu Sfb^fe^e^iOStifctt^JSttttfc 
"ft-^ft (I) tc&*3ftS. 



O 



5 6 



ffiSE# 2000-3092626 



o 



o « 



2 0 0 0 



-215837 



o 



[0 0 9 3] 

1 ) ti-mmm&m 

^^$.fat.yb¥ffi&&lt&<®) (Mitl (+) (-) 

/l/Bt ( + ) (-) ( + ) -l-7x*fA/75>, (- 

) - 1 -7 x.*3-fl/T$ >> — >, (-) — 7~)li/l/t£E 

2) ^7^7Ai 

grr&TJ&o Mi«l»^nYh^77>f©«^ ENANTIO-OVM (h 
-V-ttS?) &£W:*> #4±M±M CHIRALi/'J-7C4t*©^7M7 

C P - C h i r a s i 1 - D e X C B (is- X y M±M) 

3) py^v^r-^-m 

i) *^^wjct: Fn^^fctti, 2i7^;wsi^, mt&ynnyt^ 

fgfe&mWim MTPA Ca-^hdp^-a- (h'j7;btD^f^) 

, (-) -*yh*i/mm&) & £ HZM^fclfclztf-tz. £ &c J: 



5 7 



ffi!E# 2000-3092626 




#2 0 0 0-2 1 5 8 3 7Q 



o 



& s v n ji^^tt is fc #-r 3 i: jc «fc y , jb(Dit^<D %^gk*&mzum 

[0 0 9 4] 

(i) li, 3- (>f > F-;i/- 3 ->f;i/) ~Junj >r ;i/«ic;jstt5 2& 
ic^fStt^fc^U ^&#iS1£#>iMc;33^T (R) #h (s) #£##&f 

[0 0 9 5] 

it^m (i) ti> ^tifcw h**^>s&#*£-&ifiWM w 
h^*^>^^»^fflfe*tjffg^ffl) ^tts. K&m (i) 

i»vvhx^f>w^^2^ (sstr2) tg&m&ftm. 

[0 0 9 6] 

-i?C/-f ^ h-^3 - y >gftjg^*, MAP^rt-t*, Na + /H + » 
jfcXjfty^— If A 2, NF - /c B if ©^H^#K^S0jB&fc«#te^fc 

£tf#wr*>*i*. ttiir^ (i) »±, y7h^^f>«t5tti»tfc 

se>jc,- fls^* (i) m%mm («u *s/, w 

(ghrh) , ¥^J»W»*^/^> (tsh) , ^n^^-^>, >f>x 

5 8 m IE# 2000-3092626 




#2000—2 15837 




=lV y*?* ^0-^77^— 1 (IGF- 1) Jfil^rt^JejfiH^ 
(VEGF) J&if^tf&tlS. $£ r^gi?Stt*Kj tbttt, AVT 
^f^^^f'ft^'JWK (VIP) , ^h'JX ^*rf>fil 



^ ^ - if , ^>#-n-Y=3f >- 6 (IL-6) „ >f >*-n>f 3r>- 1 (IL- 



[0 0 9 7] 

it&® (I) te, (l) 5fc»B^:fi. TSHi'41*, 
>^ij;-7, #;i/^7>f Kfc£©ll*<z>i!&**. (2) >f 

m^mm («, tiittiiE fg^tewa^ *jR3ett#e»SF, f->« 

©«Fffi|35fcifK:J:*JIE», j^As^^^cd^^ (4) 4M£J£&* 4ftttP^> P8£ 

•ai7>fx^;K mutisms mfc&mm. amm^m. &tttt*atj*fe 

h y >^»»3t©«nw««i if ) . ( 6 ) ftttftmati** it^ic#e. r ^ 
<7—e<D&&wMffl* ^hiz^mm^m^mo^mmm. (7) 
<st, ftmm&t fcizmitm&mmmmnizmm-t&Tm cm. short b 
owe immm&& > *fc**»*£©a^£jeH**T** 5fe3ett/.hjwai 

JcSH-r^T*. V I P^M^3&if©#^^l&fi^{c@H1-ST^ AID 





5 9 



ffif£# 2 0 0 0 -3 0 



#2000-215837 



, fii<g& til, irem, Miif^e 

^ 3= i: r- >. L H F H 7 -"— K . L HPH7>* r? ■= > K - -4 y ^ — y ^ 

(10) «i:*tt4>j&36u AffiftS (#ic> 

mmmmm^m^^mmm) , stfi^ffl^i • an ashm* 
flsmib. ffF«se. ^ifii^B©^^ (12) &&&Kftm-rz>£.mm&® 

ri/^^-tt***^) (is) ttswflfH^©^ 

• #&lcj^#£&&3:-rr hfrb. Mx.lt. ffi&fc (#3> 7^A>f7-», T;i/ 

-«*gci», #3M£?gwt£&£tf>?&38^ (h) «b 

(«u »^«E«iif) fcifo^m, (15) M/^furm^ &tt?>r;i/ 

flSI> ##t\ B*±. ffiik. T;i/^-;H±ffF^. AMJfHfc, bmjf^, cm 
, mm. Bi^fi35fcir©t&«3fci;K:%fflv^e>*i, (17) «tt&*v c 

6 0 ffiSE#2 0 0 0- 3 0 




0 #2000-21 583 

o 



o 



, (i 8) it&m (i) cit:^*fcttjg^fc*'<-- «*•- zftLTiktt&mft m 

®-f^ — £fc&, c l 9 ) ( i ) icfi^^ 

vizm^&z. 

[0 0 9 8] 

* 5: ic _ v* v b 7- $=?y li .. M £ if - * * ;y =e > © |fc l~ R> # L x fs y ( # 
CSSTR2) , -fbi^ (I) &tt^^)^^l3:^*;i/^ >©^^$:{S3t-r^e 

#ot, it&os ( i ) h^r*;^ >^ i gf- i (D^f&izmmir zmB'pm 
m r^/j>;i/^>^ i g f - 1 (D^&izi&m-t z>m& • mvto^-m ■ mmi a 

ITU (li) Sifett^^'ffi (IIM) *IJ8^, fe-5VMi- 

6 1 2 0 0 0-3 0 




Qi #2000-21 583 7Q 



[0 0 9 9] 

-ft-n-^ (1) tt, «-&ftJ3ffl£&!l£ iifclcJl^Tfc «fcir\, 
*_h^2£8!U lf**>D»3W, PTHm 

&ir ^ ^ : n h jt- 0 gp jj? m CO '0 K tS !->T I? . ^.<£J§£ JP^^J^ ( M 7, IS 

teOJ&Rjfc/l/^fMfc&^i-Ssfc/l/^ (#!f;Ui, GHRH) &£V> 

KGH, I G F- 1 tWm^&Z- fc=fonrtgT'&5 = 

[0 10 0] 

6 2 ffilHf 2000-3092626 



o 




#2000 — 21583 7' 



#«W©B5HfflJ*4&«*», -fb^% (I) i~io 
oii%tfes. «#*f#u K mm&Ziz .j: 

MxS'. ffti^iiMT. EitA f^eokg) Ini^ t,r. 3d! 

Q ^fcy,-*®*^ (I) ) tLXmO. l~5 0 0 mg, #;£U<tt»& 

l~100mg, ££>IC$?3;L<«:5~1 0 OmgtftU, 10 1 ~I&IIHC:5H:J' 

[0 10 1] 

jc& DT, R£MH> fctmt&K *&#J. tm&K MMMinZto&mtotm 

, ^<y tf~;vtrny fy-fy. i/*m. -t?9*->, # 

6 3 tfJUE^f 2000-3092626 




(^) #2 0 0 0-2 1 5 8 3 7Q 



o 



[0 10 2] 

uu^u-jv. h J -jits, y, mmi-hv^^. ^x^thy?^ 

-So 

E£$g#Ji: btn /^^^gc&Stfcx*^^ ^nn^y-^ 

* [0 10 3] 

6 4 ffiSE#2 0 0 0 - 3 0 9 2 6 2 6 




o 



#2 000-21583 



o 



te&TK^ge v * ^ V A * &&l?KM^ h U A £ J§ v ^ £ 0 r % j ^^|B l, & 

[0 10 4] 



d 

d d 
d t 
t 

q 
m 
b r 
J 

H z 

CDC 1 



i/ y tf Is v K (singlet) 

b (doublet) 
#ZfJl#-7 h (double doublet) 
#zfll> bVzfUyb (double triplet) 
hVzfUy b (triplet) 
9 T y b (quartet) 
VJl/?"7l/y b (multiplet) 
■fU- F (broad) 

j&yzfVy tffeWt (coupling constant) 
(Hertz) 



DM s o- d g : fi^^^;i/^.;i//fs^i/ K 



THF 
DM F 
DMS O 
WSC 

. F 

X H -NMR 



N, N-^^f ^1//J\M7> F 



I R 
Me 
E t 



(M7'J-#^CDCl 3 *t«tbfc. ) 



6 5 



m$E# 2000-3092626 



o 



#2000—215837 



o 



HOBt : 1 -fc Kn^fS/- 1 H-^i/h 'J7!/-;i/ 

i pe : i/-f y/nn>x-f;i/ 

[0 10 5] 

###J1 

2- [(2- V U D -6--bD7i-^)^f'J f>]-7D >fft^X^^/ 



2-^D-6-ZhD^X7;i/ft K(20.23g), 7D >^^X^;i/ (17.63g) 
-(SUM: »Kx^ i H//^ :3 P-9-> = 4/l)-e«r5SU, ^Sfcltr#l(34.89g)£#£ 



H — NMR 8 :1.00(3H,t), 1.37(3H,t), 4.03(2H,q), 4.36(2H,q), 7.48(lH,dt) , 

7.71(lH,dd), 8.00(lH,s), 8.04(lH,dd) . 
[0 10 6] 
##M2 

2- [(5- y h d 7 1 - ^ f J f>] v n >ii/if ;i/ 

[ft 2 2 ] 



^-NMRCCDClg) 5 : 1.10(3H,t),1.36(3H,t), 4.15(2H,q), 4.35(2H,q), 7.10- 
7.30(2H,m), 8.13(lH,s), 8.28(lH,dd). 



[ft2 1] 





6 6 



ffilE^F 2000-3092626 



o 



o • 



2000—2158 



3vO 



[0 10 7] 

5-?nn-2-^3fy-i,2,3,4-fb7b: Fn-3-3V u y% forty 

Ut 2 3 ] 



H 

2- [(2- i/Dn-6-^hD7 ^f'Jf>l7D >K^X^^/(34.89g) 

<Z>ni# 7 -;i/^(200ml)lC0 , Cl?7K^b>i>^*^- h U A(2.02g) fcitl*.*:,, R 

*T*^b, f&ttfe «3»bfc. «S.©»il*«[(200«l)K:«(25.7g)S:illA, 90 
^Wia^M^b^o ^*«&5JWU 3SSJC*S:iII^.»»3:^ 

|fcj& : 174-176TC. 
[0 10 8] 

[ft2 4] 



###93il^lCbT^^b^#fS:#fc. 
g&j&166-168*C. 
[0 10 9] 





H 



6 7 



ffilEff 2 000-3092626 



o 



#2000-21583 7(^) 



[ft2 5] 



tor 



H 

5- ^DD-2-^-^rV-l,2,3,4-^h^k: KU-3-3f / U >^;HK>^^^ 
Ml5.23g)tf)THF(180ml)£ itf * # 7 -)V (120ml) ©^^iClNTK^fb^ h U 

^ / 7nt _n ,o °p -7c- jj£ -r ; . f z -$k gj^rr — ! : • 7 s # H J - !. , "r : ^ Ssv, JS ?- 1? ^ 7 V 7 s 
Q gfe^U ilLt. #^;ft£ffi^£lPETf«£U «jBft^tt(15.89g 

fiftj^L : 179-186TC. 
[0 110] 

6- 7;i/tn-2-^^V-l,2,3,4-f h5t y 
[ft 2 6 ] 



xxx 



H 



#%^5 1 mm ic b t ^sft ^-4* % # o 

[01113 

5-^nn-N,N-i;^^;v-2-^^y-i,2,3,4-^h^ti Kn-3-dp; y 

[ft 2 7] 

..Me 




5-*nn-2-3r*v-i,2,3,4— r-h^ii U 11. 

6 8 2000-3092626 




#2000—215837 



34g), V^^JbTSi >*iftat(4.95g), H0Bt(7.83g), WSC(10.71g) Jctf b V 
5^7 ^> (17ml) £y-fe b:=- h U^dOOmO^^^THFClOOmO^^^lCin^^ 

flib^ 5S$$:IPE-e^#b> nmit^m (6. 601g)£# fc, 
jR& : 257-261X2. 
[0 112] 

##$18 

6-7)VytU — N ,N— y > 5- A -2 -j^rV- 1,2 ,3, 4--T" b v t: K D -Z-^rJ 
V yjiJltflrV^ F 
[ft28] 




gfe^289-29HC.(r0-«?) 
[0 1 13] 

y 




5-^an-N,N-^^^;i/-2-^=3py-i,2,3,4-^h^fc Kn-3-^y y- 

y*t JltflrV ^ F (5.059g) ©THF»£ < (180ml) iClMtf^ >/THF$i& (80ml) £#0 
X.fec SJSt5:6l$Mim SC^bfc, jRJ£*&*#U *(2ml) <fctf6N 

(50ml) &24B$ra;&nft&&&* »«&bfco K3N*gMfc:J- h U 

6 9 m$E# 2000-3092626 



#2000-21 5837 



ft-£^(3.52g)£#7c 
: 107-112TC. 
[0 1 14] 
#%#|10 

• p _ f N . Jtf - J.? > : ;? .. -v £• ; ) y ,] ,. _ p _ -7 r; , -fn — : .2 .2 .A — v ^ \^ FD<,' 

u > 

[ft 3 0 ] 




H 



#%M9i:l^«K:LT«jSft-&ifeS:#fc. 
gfo£l04-105r. 
ft@ [0 115] 
##0911 

i-[2-(B)-75;-3-(>f> F-;i/-3->r;i/)^n av -5-^no- 
3- (R,s)-(N,N-s;*^;i/y^ y )^^;v-i,2,3,4--r- h^t: Kn#y u > 

[ft 3 1] 




DMF (0. 14ml )(Z)THF (50ml )^{C7f-3p^ij;i,^ p U F(1.6ml)<DTHF(15ml)^?££0 
tt'lTlfe. &OT£^^30#KSifm 5-7DD-3-(N,N-^f;V7 
3- y)^^-;i/-l,2,3,4-^ b^t: Kn^y U >(1 . 13*) <Z>Bf^:n^M50ml)$£#t 

7 0 ffiliE#2 0 0 0 -3 0 



#2 000 — 215837 



)ij7A^nvf v^v 4 -mmmm mm^jv/^\^y=i 2~i : D-zm 

SHH?^ ; mm^)v/^\^y = i : 2~Sf^x^;i//* # ; -;i/=20 : Dir^ig 

U ^®^fb^(0.828g)$:^ H ^^|&^^ lift. 

JK^KBrl :S28? . 2934. 2820. 2774, J 647. 1568, 1460. 1354 ; 1186, 741cir _1 , 

[0116] 
##M12 

l- [2-(R)-r^ y -3-U>F-^-3-^f^7°n;t;>f^] -3- (R, s)- 
(N,N-^^^-;i/T^ y )^^;i/-6-^;i/^-n -1,2,3,4-^ Kn3?y U > 

Mb3 2] 




IR(KBr) :3289,2928,1644,1497,1456,1244,742cm" 1 . 
MASS (APCIMASS) ,m/z 395 [(M+H) + ] . 

[0117] 
##M13 

2- (5— # n n -2-n hn^>^;i/)7D y^V^^JV 
Mb 3 3] 




5-^DD-2-^bn^>X7;i/ft: K(25 g). ^n>^^x^;i/(2i.6 g), 

7 1 m$E#2 0 0 0-3 




#2000-21 583 



MTkmrnfto *\)<DMi!?mz$iwt7km%v ^ a (11.9 g)&#tix., no°c-e45#rM 

2- (5- ^ n D-2-ZhD^>i/ 1 Jf>)VD>l^Xf;i/©iM^©I^ 

)R^^lO%^x>m*^?:*Dx., gilt. 

' *: " 

q , lilt. ^£ £i/u ^vi^^a? D7 h^'^^>f - (Slii'?«; / ^ :3 f17->~ 
'\^•9-> : mm^)^ : DT'iSU ^-ft^(43 g) 

*H — NMR (CDCI3) 5 : 1.23(6H, t) , 3.49(2H, d) , 3.84(1H, t) , 4.19(4H, q) , 
7.10-7.46(2H, m), 7.99(1H, d) . 
[0 118] 
#%fl|14 

2-(5-^no-2-xhnH> - 1 ,3- 7 n /n° > 

Ht3 4] 

o 




2-(5-^nn-2--ha^>^;v)-7n>i^xf;K30.o g)©fflf&ii*#<z> 
x#7-;i/(300 ml)^lC7K^<b^^m-^ b U ?Ml0.3 g)£#:#TitJx.fc= £ 
!S««:^fi-ei2«rl8I0t#bfc. *#T, &Jfc«K:iNffeB*&fll!;t, gffiT?2B£|UI« 

: 56-58X: 

X H-NMR (CDClg) 5 : 1.90-2.20(1H, m) , 2.80(2H, br s) , 2.98(2H, d) , 3.6 
9(2H, dd), 3.85(2H, dd) , 7.35(1H, dd) , 7.43(1H, d) , 7.92QH, d) . 

7 2 miiE#2 0 0 0 - 3 0 9 2 6 2 6 



o » 



2 0 0 0 



—215837 



o 



[0 119] 
##M15 

2-(B)-(5-^DD-2--hn/<>i/;i/)-3-t Fn ^pi>^ > nif;L' ^^it 
J 7- V 

Ut 3 5 ] 



2-(5-^na-2-- ha^>^;i/)-i,3-^°D^>i>^-;K5.08 g), y/\° 

- -fe'PS- 10527 ; 0.75 g) , £ <fc Xf^V yWi^-fr (10 ml)£lPE (500 

ml)tf»T% 351CT*21.5 O bfco ^fii$:55£l^ 5?&£#$iUfc. ^£ 

&i/'j*^^nvb^77>f- (Mga?§g£ : ^vy/mwix-m = 3/1) ic 

#bt, ^fb^6.64 g (99% ee) £*#fc 0 
1 H-NMR (400 MHz, DMSO-dg) 8 : 0.91 (3H, t) , 1.25-1.35 (4H, m) , 1.63 
(2H, m), 2.19 (1H, m) , 2.33 (2H, t) , 2.93 (1H, dd) , 3.03 (1H, dd) , 3.51 
(1H, dd), 3.62 (1H, dd), 4.13-4.23 (2H, m) , 7.36-7.40 (2H, m) , 7.94 ( 

1H, dd). 

IR (KBr) : 3450, 2957, 1734, 1525, 1343, 1175, 832 cm -1 . 
[a] D 27 =+24.6 ° (c=1.02, WW.^ As) . 
[0 12 0] 
###116 

2-(R)-(5-*an-2- - hn^>^i/)-3-h Kn^>>7°nif;v -?u\ZJt 

■r- h 
Ut:3 63 



2-(5-^DD-2--Nn/<>i/»-l,3-7 B n^>^-;K5.02 g), y/t 
-ifPS-10527 Oc^SS^: 1-7 g) , £ <k tf^ n If *>^tfn;i/ (20 ml)$:S;-ry 





7 3 



ffii£#2 0 0 0 - 3 0 




o 



2000—215837 



o 



© 



o 



ZfU t?;i/X-^M500 ml)tf-e, 35TC£^oTll ^pISgigftLfc. iCOjRj&StS: 

MMfci®fflmZ98% ee-eto-otca Slit £ 3 i® b T Bfc £ , 5l£?:Ifl|g@bt> ?fi 
#t4^£#7co ^tl&y'J^^Vb^nv h^'77^- ( 1/ U 77 ^ Ji/ 200 g, n-/\=f- 
= 3/1) ICtfbT, jtfe?iim#>£ bT^g>ffc^%(4.21 g, 98% 

ee) 

1 H-NMR (400 MHz, DMSO-dg) 5: 1.16 (3H, t, J = 7.6 Hz), 1.68 (1H, br s,) 

Hz), 3.02 (1H, dd, J = 7.6 and 13.4 Hz), 3.51 (1H, dd, J = 5.7 and 11.5 
Hz), 3.62 (1H, dd, J = 4.1 and 11.5 Hz), 4.16 (1H, dd, J = 6.1 and 11.5 
Hz), 4.21 (1H, dd, J = 4.9 and 11.5 Hz), 7.39 (2H, m, Ph) , 7.94 (1H, d, 
J = 8.5 Hz). 

IR (KBr) 3452, 1735, 1525, 1344, 1196, 833 cm" 1 * 
[aj D 28 =+7.35 ° (c=1.02, J - M 

HPLCM= CHIRALPAK AD (^-f"fe;Wt:^X||) 

j^lfrfg; n-^^r^y /2.--7U A (925/75) 
; 0.8 ml/nin 

^{ii ; UV (225 no) 
UW&ffi ; 20, 24 min. 
[0121] 
##M17 

6-? uu-S-W-^-V-J J )l**is**»- 1,2, 3,4-5=- b^t: KD^r/ 
U > 
[flS3 7] 



a xxr° 




N 
H 



7 4 a}il$f2 0 0 0 - 3 0 9 2 6 2 6 



#2000—215837 



T-h(400 mg)©Ti2 h— h U;i/*§?£(8 ml)lC, h>Jxf^T5 >(0.3 ml) 

^T*tJ^-^^> &ft;*#>x;i/*-;i/(o.ii bD&JdA., I5^r^m#bfe 0 £j£ 

U 2- (S) - (b- ^ u u -2-— h Q^<>' >Vb)-o- [(> 

2- (s)-(5-*no-2-~ bn^>i?M-3- ;i/)^-= 3 Pi/] 
2- (s)- (2-t^ / -5-^nn^>i/»-3- [(^^;i/^;i/*^;i/)^-^e/] 

^Ptr;i/ /\^ri?-y T- h©ffl^frlCTHF(8 ml) ^i^^-f V^U hT;i/X^;i/T 

mi)$:in^, r;i/=i>^T, 60 , c-ei2^raM#bfe o s^Sfciftif 

3rV> : B^^;i/=10 : l)T*«tgU #ffitt1»(234 mg)&#£:,, 

[a] D 20 = -25.1° (c = 0.505, *#J-)V), 
[0 12 2] 
##M18 

i-s< i/pji* jvtf— )\s - 6- ? a a -3- (R) - ( \l K □ * t/ * * ;v) - 1 , 



Ht3 8] 




6-4'cia-3-(R)-'\3f-tf-y >f ;^^i/^f;i/-i,2,3,4-rh7t Fn^py 

7 5 {iiSE#2 0 0 0-3 



iff 2 000-215837 



muT*30ftmmw%i. Bn&mz*ztaz.. mm^^-vmm^^. mwimz 
iNi&gft. figfosw*. tk. ^fn^7K-e?5fe#L, sss«l mmv, l-^y 

i/;i/^-^r^*;i/AH — ;i/-6 - £ P □ -3- (R)-^\^riry ^ JI/^t^v^-t-;!/- 1,2,3 
1,2, 3,4-T" FP^f 7 'J >©ffi*M<fc£:* * 7 -M40 ml) £THF(40 m 

U ^M^%(4.30 g)£^£ 0 

*H— NMR (CDClg) 8 : 1.95(1H, br s) , 2. 12-2.34(1H, m) , 2.50(1H, dd) , 2.8 
9(1H, dd), 3.40-3.70(2H, m) , 3.71(1H, dd) , 3.85(1H, dd) , 5.20(1H, d) , 5 
.27(1H, d), 7.04-7.20(2H, m) , 7.24-7.52 (5H, m) , 7.61(1H, d). 
[a] D 20 = -19.3° (c = 0.502, *#J-)V). 

[0 1 2 3] 
##M19 

i-KyVfrX^lsiifr-R—fr-G-Vu n-3-(S)- [(N,N-i/^^;i/T^ /) 

*?-M -1,2,3,4-^- h^n Ka^y y y 

lit 3 9 ] 




i-/<>^;i/t^r'>*;i//jf^;i/-6-^nD-3-(R)-(t Kp3f S/*^;b)-i, 
2,3,4-x h^ti kp^v y >(4.20 g)©y-fe h- h y ;i/M(84 ml)&C, h y rc 
^;i/T^>(3 mi)$:xK^T*llx.^^, # >^;i/*x;Kl.2 ml) ZMz., 15 

7 6 miE^2 0 0 0- 3 0 



o 




#2000—2 15837 




- ;i/-6-^ d □ -3- (r) — [[(^^-;i/x;i//J>^;i/)^-^r^] -1, 2,3,4-7=- 
i-^>e/;i/^-^^/^j;i/7jf-;i/-6-^ □ a - 3- (R) — /i/;*/i/*:=7i/) tf- 

*i/]*?-M -1,2,3,4-^ KD^y U >©fflj£iR#S:DMS0(50 ml)lC^«? 

U 3^7^ (25 ■i)&jn^., ^ST36^r^#U^o 

1 H-NMR (CDCI3) 8 : 2.0-2. 4(3H, m) , 2.20(6H, s) , 2.46(1H, dd) , 2.87(1H, 
dd), 3.25(1H, dd), 4.04-4.20QH, m) , 5.20(1H, d) , 5.27(1H, d) , 7.04-7 
.20(2H, n), 7.24-7.52(5H, m) , 7.68(1H, d) . 
[a] D 20 = -26.0° (c = 0.503, *$J-)V). 
[0 12 4] 
##M20 

® 6— 2UU —3— (R) — [(N,N-^*^;t/7^ y -1,2,3, 4--r->^t: F 

Ut 4 0] 



i-/<'>s;^4r2/3?7^/jj?-^-6-'yon-i3- (s)- [(N,N-$/^^-;i/T^ 

-1,2,3,4-5=- h^t Fn*; V >(3.89 g) fe48XJIft*5liai(20 ml){C*§ 




H 



7 7 



£B§E# 2000-3092626 




(2) #2000 — 21583 7 (^) 



, #«fl:^4fc(i.47 

flftj&: 112-114-C 
la] D 20 - -46.7° (c = 0.503, 
[0 12 5] 
##M21 

3- [ [ter t - -73- M *? 7 si - )V) */ V M 7t * */] - 2 - (S) - (5 - V D □ - 2 - — 

O Hb4i] 

.Pb Me 
Sic—S-Me 
Ph Me 



o 



N0 2 



•T-b (4.21 g)(Z)DMF^m(20 ml)lC, MT^f ^ 71/(2.0 g) £ tert- ^ 

. $181 U 3- [[tert-7f;Ky'7x^l/)i/'J;i/]t^i/] -2-(S)-(5-^D 

3- [ [tert- 7 ai— U 71/] tfSf 2/] -2- (S) - (5- ? n n -2- =. 

j&gfcrtU tf-M2.0 g)&Jnit. 4B#R|0|#Lfe. £in*., »Bftx^/i/T? 

1 H-NMR (CDC1 3 ) 6 : 1.09(9H, s) , 1.94-2.16(1H, m) , 2.09(1B, t) , 2.90(1H 
, dd), 3.03(1H, dd), 3.60-3.88(4H, m) , 7.26-7.56(8H, m) , 7.62-7.74(4H 
, m), 7.89(1H, d). 

7 8 ffi$E# 2000-3092626 



o 




#2 000 — 215837 




[a] D ZU = +1.2° (c = 0.376, J-JV). 



[0 12 6] 

3- (S) — L [ [tert- y'rftiV 7 sl — JI) is U M ^T^ri/] -6- 9 DD-i 

,2,3,4-5=- h^t Kn^y U y 

[ffc4 2] 



3- [ [tert-^;i/(^^ain;i/) y ;v] */] -2- (S) - (5- # a n -2-- 
u^i^-;i/r^>(3.o mi)i:^k^^>x;i/7h-;i/(i.2 mi)£ji|R#djn*_fc 0 

T»mbfco mmm*. ^^tkt^^l. i&ii^gsiu 3-[[tert- 

zf?-fr {V 7 ^ ^ V M %/] -2- (r) - (5- * n n - 2- — h n ^> 

3- [ [tert- 7~?-)\s(V7 31 U :T3r S/] -2- (R) -(5-^no -2-- 
TBt^(60 ml)^M^*(12.2 g)£jl!H#C#n*£:. *K#rFT'&jS$[ £l5#raM#P 

«l $ e»c^T*3o^raM^b^o SiSMcigie*&^(8.i g)^inx., 3o#issi 

#L£ 0 £j&?££3ii§U 5l^^ETiil, 2-(R)-(2-T^ 7 -5-*D 
□ -3- [ [tert- zf* )V{V7ol —A/) */ V M */] y-u tf;v ;* # > 

2-(R)-(2-T^ y Q/<>^)-3- [ [tert- zf*)\/(*J7 

-fy^ntf;i/x^;i/T^>(io mi)£;&n;U y;m>^T, 6 ox; x*i outran 




7 9 



ffiSE# 2000-3092626 



^2 0 0 0-2 1 5 8 3 7Q 



1 H-NMR (CDClg) 6 : 1.06(9H, s) , 1.34-1.80(1H, ■) , 2.08-2.32(lH, ■) , 2 
.50C1H, dd), 2.71UH, dd), 3.07 (1H, dd) , 3.34-3.50(lH, m) , 3.52-3.76(2 
H, m), 6.30-6.42(lH, m) , 7. 84-7. 96 (2H , m) , 7.20-7.80(10H, m) . 
[a] D 20 = +13.3° (c = 0.433, * % J - )V) . 
[0 12 7] 

l-KyisJV7t3r^%Jltf<—)V-6- 2 UU -3- (S)-(fc: Ko 3f Zs * - 1 , 
2,3,4-^ h^t: Kn3f ^ V > 
[ffc4 3] 

3- (s) - [ [ [tert- (*; 7 a^;i0 */ y **r*A * -6- ? n a - 1 

,2,3,4-^- h^tl Fa 3f/y >(4. 63 g)<Z)gmx^;i/$8?£(50 ml)lC, ^^^J U 

^A(7.3 g)©7K^?S(50 zK^T, SlSH![K:^Dn¥8'<>^(3 

U 1- 3f i/ 3*7 frtf-fls - 3- (S) - [ [ [ter t - ^ ^(^7i-^/) is V 
M7t*c*s] *?-M -6-^nn-l,2,3,4-f h7t KQ^f ^ y ><0JfiJERitt#«: 

i-/<>y;i/^^S/^;i/5K-;i/-3- (s) - [ [ [tert- ^f;K^*7x-;i/) v y ;v 

]^>])lfM-6-^Dn-l,2,3,4-fb7t Kn^r7 y >©ffij*if*#©THF 
(60 ■1)»«IC, *#T> fb7-n-yf;i/7> : E-'?^ 7/I/*y K©THF** 
(1M, 30 ml)$:Jn^fe 0 £ffiT?6fSISISI#f|, ££S$ttC7K £i0*.> ^X^;i/T?« 

8 0 ffi!E#2 0 0 0- 3 0 



o 



#2 0 0 0-2 1 5 8 3 7Q 



o 



^(3.40 g)£#£. 



*H — NMR (CDClg) 8 : 1.95(1H, br s) , 2.12-2.34(1H, m) , 2.50(1H, dd) , 2.8 
9(1H, dd), 3.40-3.70(2H, m) , 3.71(1H, dd) , 3.85(1H, dd) , 5.20UH, d) , 5 
.27(1H, d), 7.04-7.20(2H, m) , 7.24-7.52 (5H, m) , 7.61 (1H, d) . 
[a] D 20 = +20.3° (c = 0.381, * $ J - . 
[0 12 8] 



Q l-KyVfrJr^lsllfrTS— U U-3-(R)~ [(N,N-S/^^;i/T^ J ) 

-1,2,3,4-^1-^11 Fn^p; u > 

[ffc4 4] 



i-^>t?;i/^-^i/*;i/^;i/-6-^ n n-3-(s)-(n Fn^f ^*^;v)-i, 

2,3,4--r F^t Fn^r7 UX3.3 g)©Tir F- h U^?g(66 ml)lC*^TF 

Uai^-;i/T^ >(3 mOi:^^^ ^ >^;i/^-;Ki.o mi) ^Mr^An^_^ c i5#ra#L 

7tf-;i/-6-?an-3- (s)- [[(*^;i/;*;i/7fc-;i/):*3f -1,2,3,4- 
i-^>^;i/^-^S/*;i/^-;i/-6-^ a n-3-(s)- 

^r>>] -1,2, 3,4-^ h^tl Fn^py U >©ffi^Jftft©DMSO(40 ml)^iC 

50%^^^;i/T^>*^(20 ml)£#[l;L % ^iST48B#|^# L Sj£»Cta*tJ 

-y->~/N^r-y-> : @f^3i^;i/=10 : i)T-«i^b^0'fb-^#;(3.3 g)£#£: 0 

8 1 ajgE$#2 0 0 0 - 3 0 9 2 6 2 6 




Q #2 0 0 0-2 1 5 8 3 7Q 



1 H-NMR (CDClg) 8 :2.0-2.4(3H, m) , 2.20(6H, s) , 2.46(1H, dd) , 2.87(1H, 
dd), 3.25(1H, dd), 4.04-4.20(lH, m) , 5.20(1H, d) , 5.27(1H, d) , 7.04-7 
.20(2H, ■), 7.24-7.52(5H, m) , 7.68(1H, d) . 
[a] D 2C = +30. ^ (c = 0.158, * & J - )V) . 
[0129] 
###125 

6-^DD-3-(S)- [(N,N-i/^^;i^T^ -1, 2,3,4- -r- h^t F 

O Ub4 5] 

H 

1- /0^**S/*-n/3j?— /i/-6- * n n-3- (r) - [(n,n- v^^^y^j ) 

-1,2,3,4-^h^t: Fn^f y UX3.2 g)&4&%$zitfcmwt(ie mi)izm 

5 g)&#fc. 

Hftj&: 110- 1141C 

[a] D 20 = +46.7° (c = 0.502, * $ J - . 
[0 13 0] 
###f26 

2- [(2-n h n y ^f'Jf>]7D >HS?x^-;i/ 

[flS4 6] 

^ywCOOEt 
ll^I COOEt 



o 



N0 2 



2-^fn^>xr;i/ftF(io.og), vn>gfcs>x^-;i/(i5 mi), tr^ys?> 

8 2 ffiE#2000-3 092 62E 



O *#2 0 0 0-2 1 5 8 3 7O 



(1.3 mi) (DKyay (90 m\)mm*Pkffliz&vykzv&3zLtetf*>25 mmmrnm 
3pt>/iiiif;i/ = 4/1) ic#lt> g)£#£ 0 

^-NMR (DMSO-dg) 5 : 1.03 (3H, t) , 1.36 (3H, t) , 4.08 (2H, q) , 4.34 ( 
2H, q), 7.43 (1H, d), 7.64 (1H, dt) , 7.57 (1H, dt) , 8.19(1H, s) , 8.21 (1 
H, dd). 

IR (KBr): 1731, 1721, 1526, 1344, 1260, 1214, 1203 cm -1 . 

[0 3 S3] 

2- (2-— h □ ^ > VJV) ~ 1 ,3- -fu A° y i/*-Jl 
[ft 4 7] 

OH 



o 



COG 



NO, 



2- [(2-^hn7i-^)^f'Jf>]vn>i^xf;K7.i6 ;-jv 

(25 m\)izmmv. 7kmfc*vm-rh v ?a(o.929 e)^to^o mmzxi.s ^ 

pH 7.0) 30 ml, ^h^t: KO 7^>30 mUC^^t^io SJS?&lC2KiSift3j> ^fjH" 
MJ?A(4.59 g)&fl|j*.fc„ ^#}CT4.5B#raM#^> jR/SJRJCttftfcftrVHr 

: ^Vy/mm^n = 1/5) ICtfLT, #fift-&«(1.45 g) £#£o 
gfcj& : 103-104T3 m&Mi&m : W#S*3^/I>) • 

[0 1 3 2] 
##M28 



8 3 



ffiSE# 2000-3092626 




o 



#2000—215837 



o 



{it 4 8] 




o 

O^Me 



OH 



NO. 



O 



2-(2-^hn^>^;p)-i,3-^D;i>i/'t-;Ki.02 g), UA-ifp 
'9SEH ; l.O g) , WKtf— ;Ki.o ml)£iPE(300 mi)tfit? % 35ic*e5.5l$l3l*8i: 



HPLCM: CHIRALPAK AD (#V irMt^Xlg) 

; ^ t>/2-^n;u-;i/ (925/75) 

?5fS^ ; 0.8 ml/min 



; UV (224 nm) 

&nmm •, 22, 27 min. 

[0 13 3] 
##0929 

2- (7*D=£^f;i/)-l-^ □ 0-3- 




2-?DD-6-ihn^>X7Ji/ft: K (25 g)©* # 7 -;i/(600 ml)^^{C 
. Wl:ikmitfrVm±Y U ?A (5.1 g)£fln*.£o |sJi&ST*30#|^#^, & 
o < y SS"t«lfc B jRJSae&WBU ^£lcB^;r 

;i/=3/l)b£„ #e>*l£^llr£#^o£^1f>fCT&?£U (2-^nP-6- — 

hD7x^;i/)^^;-;b (23.0 g) &#fc„ 

8 4 ffi|E#2 0 0 0- 3 0 9 2 6 2 6 



#2000 — 21583 



^iH^T. 2-^nn-6-->D7x-^^;-;i/ (22 g)ic48%*>fb7K 

&gfe (250 nDSrflDAT, 9(TCT-30#ia«M$Lfc. RJ&XL* IPET?#lffl U W^JS 
*H— NMR (CDC 1 g) S : 4.88 (2H, s) , 7.44 (1H, t) , 7.70 (1H, d) , 7.87 (1H, 



7n>|^lfiV (19.3 h 3f >> X # > (400 ■ OSgtfftlCO'C T? TK^fc 

th'J tfA($fiffi 60%, 5.1 g). 2- (^D^^f^-l-^ D n -3-n hCO 
if> (26.5 g)(DP* b*ris^* >(100 ml)^ ^^O'Ceinx.^o I^SST'30 

, ^^fc^(35.7 g)£#£ 0 

*H— NMR (CDClg) 5 : 1.23 (6H, t) , 3.67 (2H, d) , 3.81 (1H, t) , 4.17 (4H, 
q), 7.36 (1H, t), 7.63 (1H, d) , 7.76 (1H, d). 
IR (neat) : 1733, 1534 cm -1 . 

[0 13 5] 
##$J31 

2- (2-puu -6-—hwOi/ji)-i,3--7nAyi/*-ft 



d). 

IF (KBr) ; 3523. 1351 cn 



O 



[0 13 4] 



##M30 

2- (2- ^ □ n -6--hn'<>e/»7D >!ft$?x^/b 

[ft 5 0] 

a 




N0 2 



8 5 



ffi$E# 2000-3092626 




Q #2000-215837 Q 



[ft 5 1 3 

NO., 



2-(2-^no -6-— h a > i^Vi/) v n ;i/ (35 g )(Di/oc^;i/x- 
^;i/(275 ml)^^tC^ # y -;i/(11.5 Bl)S:i0^.fc o ^fS^lC^S^TK^t* 1 ^ 

^ , ■ i <_ 2> re , of) 1?u * t- r ,5? 0 Iff ?#• x ' #i£ 9 ic - V £ WW-^-^r 

U »^D7 h^77-f- (M^^ : s\*Vy/Wm^fr=2/2. 5-1/1. 
5)£T#3KU Wb^(15.9 g)£#£ 0 

1 H-NMR (CDCI3) 8 : 2.05-2.20 (1H, m) , 2.25 (2H, br s) , 3.10 (2H, d) , 3 
.09-3.80 (4H, m), 7.33 (1H, t) , 7.63 (1H, d) , 7.69 (1H, d) . 
IR (KBr) : 3508, 3431, 1526, 1359 cm -1 . 

[0 13 6] 
###132 

(+)-2- (2-^DD - 6-"hn^>^)-3-h KD^i/^D kT^z-l-^D tf 
[ft 5 2] 



o 




2 -(2-^nn -6-n h a^>^;i/)-i,3-^n/N o >^^--;Kii.02 g). me 

ITO Lipase AL (^igftg^ ; 0.3 g) , tT* (50 ml)£lPE(1000 ml 

8 6 tf5$E# 2 0 0 0 - 3 O 9 2 6 2 6 



o 




#20 00-2 158 3 7 




^^y/WW.^)^ = 3/1) (CtfLT, «a-ffc-^«»12.59 g (93%, 96% 

ee) 

1 H-NMR (DMS0-d 6 ) 6 : 1.14 (3H, t) , 1.8 (1H, br s) , 2.28 (1H, m) , 2.34 
(2H, q), 3.14 (2H, d), 3.55 (1H, dd) , 3.61 (1H, dd) , 4.11 (IR, m) , 4.21 
(1H, dd), 7.34 (1H, t), 7.63 (1H, t) , 7.69 (1H, t) . 

IR (KBr) : 3456, 1736, 1531, 1358, 1193, 801 cm -1 . 

[a] D 28 =+13.3 ° (c=l.ll,X* J -JV) 

HP LC##* : CHIRALPAE AD (£Vi?Mfc3*X^) 

&mt&', '\*V>/2-'?UrtJ—A/ (950/50) 
ffiM ; 0.5 ml/min 

&ffi ; UV (225 nm) 
&nmm ; 51, 56 min. 
[0 13 7] 
###133 

2 _ (5-^nn-2--bn^>^i/)-i,3-^nA>^-;i/ tf^^ntr* 

[fb5 3] 



2— (5— ^ nn-2-n hn^>^;i/)-i,3-^n/N°>^^--;Ki50 mg) ©thf( 

5.0 mO^lc^ft^ntf^x;!, (0.212 ml)£ h'J X-^;i/T^ X0.344 ml) ^PH 

(S»»«:^>/i«l^M/l) iCtiibt, Mft-&4fe(21 
9 mg)£#£:o 

IR (KBr) : 1740, 1526, 1346, 1180, 835 cm -1 . 



O 




O 



8 7 



ffitE4# 2000-3092626 



o 



#2000—215837 



o 



[0 13 8] 
###134 

2-(5-^Dn-2--bD^>^l/)-3-tKD^i/yo^l/-l-^D 

- h 
Ut 5 4 ] 



2- (5- pun -2-=- hnK>^)-i,3-^D;t>^-^-i-^DW 

h(20 mg) % Lipase PS (5c»5Slg ; 20 mg) £J:tf7K(0.1 ml)£lPE(2.0 ml 
)t£T% 35TCT24 t^li: ^) L^o KfS?££W3i?&#:? n V h 7 -f -^*f Kl 

HPLC^ff: tl^-U', CHIRALPAK AD (^>ft;WbfXl) 
; ^^ri?->/2-yD/ty (925/75) 
$Sl3! ; 0.8 ml/min 

^ffi ; UV (225 nm) 
#}#B#IS ; 21, 24 min. 
[0 13 9] 
#%#I35 

l- [2-00-7 ^ J -3-U > h*-;v-3— f;i/)7°nA;-f;v] -6-zu u - 
3-(s)-(n,n-^*^;i/7^ y )^^;i/- 1,2,3, 4-x-h^n Kn^;u> 

[ft 5 5] 




o 




H 



8 8 



£B$E4# 2000-3092626 




#2000—215837 



IR(KBr) : 3280, 2928, 1653, 1487, 1356, 1235, 1098, 743 cm" 1 . 
[a] D 20 = -240" (c = 0.501, ;* # J - . 

MASSUPCiMASS) : iu/z 411 UM+H)" 7 J . 
[0 14 0] 
##M36 

3- (r,s)-(n,n-s;^^;i/T^ [3-(>r > F-;i/-3--f ;i/)-2 

- KR>-4- (3-* ^-;i/-2-^-* V — 2.3- t K0-lH-^>X^f 5 #V—;i/ 
-l--f ;i/)tf^D i/';i/ii;i/^ji/7^ 7 J 7urtJ ;H -1,2,3,4-7- h7t: K 

[f b 5 6 ] 



IR(KBr) : 3252 ,2936 , 1694, 1634,1495 , 1435 , 1246 ,750cm" 1 . 
MASS (APCIMASS),m/z 634[(M+H) + ] . 
[0 14 1] 
##M37 

l-KZs-Jj fr-K- [QR)-2- [3-(^^^;i^T^ J)*?-M -1,2,3,4-^1- 

7t Kn-i-3f y V—M -i-(>f>F-;i/-3->f;Mf;i/)-2-t^yxf 




ffif£# 2000-3092626 




o 



#2 0 0 0-2 1 5 8 3 7Q 



[ft 5 7 ] 



H 




HN 



l- [2-(r)-t^ y -3-u > f-;i/-3-^;v)7uav -3-(r,s)-( 

v - ?)..• 5 ;i- - 1 .2-.S : 4 - f 1 k 5h ^~ — / V - fl Sim?). 3 — ^ 

£5 >VM ;i/-4- £°^>j i?>^j;i/Jix>Sg(104«g)fei;l?H0Bt(68«g) £7 iz h-h'J ;i/ 
(5«l)K:flD*fc«^*fcWSC(84mg);fc «fctf h U X^bT ^ >(0.07ml) £^-e#tlX. 

IR(KBr) : 3285, 2942, 1634, 1493, 1447, 743, 708cm" 1 . 
[0 14 2] 
###138 

3-(Wjy-;i/)^DW>i tfegfcife 

[f 58] 
0 

k^NH 

3- [i-(Ti2^;i/)-4-tr^u :/a tf^->fift(io.34g)&«{i6fil(3o«i)iciD 

-T^T-ft^U «ffift-£#f(9.195g)3:#fc. 
247-250*C 

###139 

3-[l-(h U 7^D7tf^)-4-^'<U V-M-?U\Z*yn 



£BliE# 2000-3092626 



#2000—2158 



[ft5 9] 




Stj^: 55-60X: 

[0 1 4 3] 

#^M40 

[ft 6 0] 



*K#T. 4-H Kn^2/-l-tr^U S?>(10.12g) yxf^7§ > (13.9m 

l)<DTHF(100ml)^MtC^b^>y^;Kl4.06g)$:*n^.fe o MTfl2B£|8I8H*Mk 

^(14.24g)&^fe 0 

86 - 89"C 
##«41 



OH 




9 1 



mn# 2 0 0 0- 3 0 



#2000—215837 



[ft 6 1 ] 



0 



Q 




11.7g)fcJ:tfNaOH (40g) tK»»[(40«1) SrjftOAfc. fiJiS*«:S£fiT24l$|8iai¥ft 
it^m (13 .4g)£^ 

1 H-NMR (CDCI3) 6 : 1.48 (9H, s) , 1.54-2.08 (4H, m) , 3.10-3.80 (4H, m) , 
3.84-4.20 (1H, m),4.02 (2H, s) , 7.40 (5H, s) . 
[0 14 4] 

##M42 

2- [ ( 1-^ > y >f ;i/-4- 1° u ^ — * */] mm 



t--f^jv 2-[(i-^>v/-r;i/-4-tr^u /i/)** s/]Mi(ii.46g)«: hU7 



[ft 6 2 ] 

hOyO 




9 2 



2 0 0 0- 3 0 



#2000 — 21583 7' 



100-103TC. 

##M43 
Hb6 3] 




5ft#T> #»3i^^/(50«l), lOttfcifc-M* U^A*»* (50ml) (50ml) 

(60mi) ^-mx. mM^*nzF<Dm&mwiT*M&^rz.o mmM*mo-&m&'?$t 

*«ft-&*(6.86g) 
Stj^: 194-196X) 

[0 14 5] 

^T©##M^fH*©^^li##M13iiB^JCLT#^bfc 0 
##$J44 

2-(2,6-^— hn^>i?/i/)7D>g|^xf;i/ 

Ut 6 4 ] 




*H — NMR (CDC1 3 ) 6 : 1.23 (6H, t, J = 7.1 Hz) , 3.71 3.75 (3H, m) , 4.18 ( 
4H, q, J = 7.1 Hz), 7.60 (1H, d, J = 8.2 Hz), 8.06 (2H, d, J = 8.1 Hz). 
##M45 



mi£#2 0 0 0-3 




2-(2,6-^~ f> D^>^;i/)VD>^^3l^-;i/(6.47g)$:X^ 7 -;i/(60ml) £^ 
M Kn7 9>(60«l)K:*jS¥Ufe. 3©*§*lC10%,r?^?A-^3g(0.65g) 

1 H-NMR (CDC1 3 )8 : 1.26 (3H, t, J = 7.1 Hz), 2.93 (1H, dd, J = 6.7, 15. 
8 Hz), 3.17 (1H, dd, J = 8.9, 15.8 Hz), 3.62 (1H, dd, J = 6.7, 9.0 Hz), 
3.72 (2H, s), 4.23 (2H, q, J = 7.2 Hz), 6.24 (1H, d, J = 8.0 Hz), 6.42 ( 
1H, d, J = 8.0 Hz), 6.99 (1H, t, J = 8.0 Hz), 8.10 (1H, s) . 

[0 14 6] 
##M46 

/<>^;i/ 3-[(y^^;i/T^ y)*;i//Kx;i/]-2-^^pv-i,2,3,4-5 : -h^t Kn-5 

[ft 6 6 J 

H 

y-2-^^V-l,2,3,4-^ h^fc: Kn-3-3f y V >*;HK>^n:^;K4.97 
g )©fh7tKn75> (70nimMmizm.m-i- h V V A (7. 15g) <D*mm (70ml) 

fciBiUfcTfrU #nn^Sfc^>*?M2.90Hl)«:tfinFLfc. SJS*«:li©W«*¥« 

»e>tlfe^SC5X^y-;i/(50ml)^?gtlC, 2N*fijfcfl:^-h V tf-Mc$gafc(13«l) 

9 4 HJt#2 0 0 0- 3 0 9 2 6 2 6 



o 



#2000 — 21583 7' 



^^^-;i/T^ >&^&(0.98g), H0Bt(2.23g), WSC(2.88g)£ 

h 'J Xt^7 5. > U .67n.i) OXf "E. h X- h U A (7 0& 1 ; iC 2JQ /1. 7c. e /XfiSiJ&'pi 

^H-NMS CDMSO-dp) § : 2.87 3.30 (8H r m) , 3.82 (1H, d<L J = 7.1, 12.0 H 

z), 5.12 (2H, s), 6.70 (1H, d, J = 7.6 Hz), 7.00 (1H, d, j = 7.3 Hz), 7. 
11 (1H, t, J = 7.9 Hz), 7.35 7.44 (5H, m) , 9.17 (1H, s) , 10.32 (1H, s) . 

#%M47 _.. - 

5-7 ^ ; -N,N-i?^ f V-l,2,3,4-f h 7 1 KD-3-3f J V >#;i/#C3f 
^ K 
[ft 6 7 ] 




s<yp)i 3-[{i?*^JVT$ j)jtjjvtf— ;i/]-2-^-^y-i,2,3,4-^h^fci Kn 
v— jiij-tf*- h (3.i7g) 7or-e^ h^ti Kn7^>(i20mi)/^ 

#y-Ml20«l)«^gjfctC$g#l,fc„ 3©^iClO%^^^^i.-^(0.65g) 
£;&n;tT. 1^CJE07K^#H^T, 70*C-ei2^^m#b7c o 

^-;i,x-^;]/T*Sfc#U «Hft^«(2.0lg)«:»£«fi»*i: LT#& 0 
^-NMR (DMSO-dg) 5 : 2.78 2.88 (5H, m) , 3.02 (3H, s) , 3.94 (1H, t, J 

= 10.3 Hz), 5.00 (2H, s) , 6.11 (1H, d, J = 7.3 Hz), 6.27 (1H, d, J = 8.0 
Hz), 6.80 (1H, t, J = 7.9 Hz), 10.04 (1H, s) . 
[0 14 7] 

##M48 

9 5 ffilE#2 0 0 0-3 



#2 0 0 0-2 1 5 8 3 7Q 



[ft 6 8] 
NH 2 




•h- =■ K (2 . 01 g) CD -r 5" t K D 7 5 > (20s- 1 ) f-C # 9 ? ^D75 .V 

@H(i!)fh7l:FD77>ii (1M, 100ml) £#|]*.7c 0 &3.5B#KZ3P^3t 

mmvt^o ^$$:r^5tiJ7A^ovh^77'f-(sw;^ 

>/#Bftx^^/=2/i~i/i~l/2)T*»»L, «UBft-&»(l.02g)«:J|fe»«4l»i:b 

*H — NMR (CDC1 3 ) 8 : 2.09 2.25 (10H, m) , 2.58 2.68 (1H, m) , 2.87 2.97 
(1H, m), 3.30 3.38 (1H, m) , 3.55 (2H, s) , 6.01 (1H, dd, J = 1.1, 7.9 Hz 

), 6.08 (1H, dd, J = 1.1, 8.9 Hz), 6.81 (1H, t, J - 7.9 Hz). 
#%M49 

N-{3-[(^^f^T^ ;)^f^/]-l,2,3,4-fh7t Kn-5-dpy y - ;M r-fe hT 
[fh6 9] 




3-[(t?*^;iy$ ;)**M -1,2,3,4-r h5t Kn-5-*; u >(i.02g 

) ©hTy S?>(10«l)?g«lC, *#T> *R*»BI (0.472ml) 0fh7tKD7 7 > 

9 6 ffi$E# 2 0 0 0 -3 0 



@ #2000-21583 7^ 



y-^ = 20/l)-e3p|KU «JBft-&»(l.04g)S:*S^«&5fci:bT# 

*H— NMR (CDC1 3 ) 8 : 2.17 2.33 (13H, m) , 2.72 (1H, dd, J = 2.6, 14.4 Hz) 
, 2.89 2.99 (1H, m) , 3.30 3.38 (1H, m) , 3.95 (1H, s) , 6.36 (1H, d, J = 
7.3 Hz) , 6.92 7.08 (3H, m) . 

f 0 J 481 

J^T©##^J50~52iCSB«©^#»#%#9llilil*^bX-&^L^= 
##M50 

n- {l- [ (2R) -2-7 ^ J -3- ( w > K- ;i/-3— f ;i/)7*o/'?; w ;v] -3- [ ( ;* ^ 71/ T 

^ ^)^^;H-1,2,3,4-^ h5t V-MTIZ h73 K 

[ft 7 0 ] 




IR(KBr) : 3287, 2940, 1651, 1456, 1289, 745cm" A . 

MASS (APCIMASS) ,n/z 434 [(M+H) + ] . 

##M51 

l- [2-(r)-t^ ^ -3-(>f > F-;i/-3--f;i/)^ny\v-f;i/] -6-*nn- 
3-(r)-(n,n-^^^;i/T^ y)^^;i/-i,2,3,4--r-h^t: Fn^p; y > 



ffi£E# 2 0 0 0-3 0 9 2 6 2 f 



#2000-21 583 7^~^ 



o 



[ft7 1] 

r .Me 



H 

N-(9-7Ml/-;i/^ h^ri/^;V5Kn;i/)-D- h V "? V ~7 7 > (6.5g) 33<fc tfD 
MF(0. 57ml )©THF (200ml )^lC^-^ifU ;^D'J F (8.20ml) ©THF (50ml £ 0 

-r^^f-T! .f r: .5 r ^5€f70r , 7^904^^^f &&Wtt$h. ^THF(S00f>] iZ^MVfr 

Q „ ^OMB-^nD-S-lN.N-i/^fAT^ 7 )^^-;1/-1,2,3,4-t : - h^t 
FU*rJ y >(6.50g), IjftBfc**^ h^^^/T> ! E — (0.50g) ££#7*$? 
ftthU^A (3f5&*, 4.00g) (DTHF(80ml)^?g[{C0TC7:-?gTbfco SfiT30^ISI 

MJ^fczK* (400ml) }C&tf. gf-gn:^;!/ (500ml) t'tifilfc. mm 
M£tK (400ml) , ffifDAfc* (300ml) T'gfc^U tl^Ufeo ^2£T 

(200ml )lCi§8?U fcT^U y>(2ml)£#llx., ^fiT24^KJ8t#bfe. 

fciSSiU 7;^t^37A^D7 h7 77>f-(liil ; B»if;i//^^f > 

= 1 : 2~»«x^;i//*2,/-;i/ = 10 : l)-e»»U «JHft#*K8.91g)&#g*K 

IR(KBr) : 2942, 1645, 1487, 1456, 743 cm -1 . 
[a] D 20 =-198.4° (c=0.301, MeOH) 
[0 14 9] 

##0952 

l- [2-(s)-r^ J -3- U y F^-3->f;i/)7 , n;t;^;H-5-^DD- 

3-(R,S)-(N,N-i/^^^7^ y )^^;i/-l, 2,3,4- -T- h v H Kn*; U > 



fflSE4f 2000-3092626 



Q #2 0 0 0-2 1 5 8 3 7<0 



[ffc7 2] 

a 




Co 



N 

O 



N Me 

Me 



NFL 



N-(9-7;i/*U-;^ h^r^>^;y^-;i/) -L- h U^b ^T>(3.30g)^j: 

T.*DMF (0 , 3 Offil ) (£*THF (30»1 )8*?£ iZTt&W )l>>? D U ^ (0.75m J) 0>THF(2OBil)$g$£ 

^fc: Kn^r; U > (0.50g)£«fctfh U m^l/T^ > (0.75ml) <DTHF(15ml)^?glC 
0TCT?»Tbfc. 01CT?30^ia*l¥«. (50ml) tC*0^.. fixf 

/b (50ml) TfSbfflbfco ^&Jf£tl*n:k&*T*Sfc?t>U mffihf=. 0 

1 : l)7?*»$£bfeo ^^tl^^feT^^^TX^^^Z-^dOmOlC^b, 

tr^i;^xo.5mi)&irtix., ^fiT'i2^ram#ufc 0 &jsi££$gifi6u TK^-r 

/* * 7 -;i/ = 10 : 1)T?»»U «J&ffc-&«l(0.51g) ^M«tU#t 0 
^ ^H — NMR (CDC1 3 ) 8 : 1.99-2. 17 (4H,m), 2.15(6B, s) , 2.5(1H, br m) , 2.8-3.2 
(2H, br m), 3.5(1H, br m) , 4.5(2H, m) , 6.9-7.4(8H, m) , 7.9(1H, br m) . 
[0 15 0] 

mmmi 

l-/Ol/W;i/-N- [(IB) -2- [3-(R,S)~ [(P*?-JIT$ -6-7 

;i/^n-i,2,3,4-5"h^n Kn-i-^py u -M — 1— (1— -f > K-;b-3--r 



2000-3092626 



o 



#2000—215837 



o 



[ft 7 3 3 




l- [2- (R)-T^ J -3- {A y K-;i/-3->f ;i/)7"n^; A M -3- (r, s)- 



150mg)<Z>y-fe h— b 'J M3ml)?§$UC, N- K> V JlA V —^n *f- l/W. (115mg) 
, WSC(llO-g), H0Bt(61mg)$:JlJA. IST'3Hia^bfe. £/£?£tC&ftl|»7j< 

^ ; mm^fr-nWi^fr/* * J -/l/ = 10 : l)X*5fffSb«®ft^(195mg) 

IR(KBr) : 3289,2942,1632,1497,1447,743,708cm" 1 . 
MASS (APCIMASS) ,m/z 610 [(M+H) + ] . 
[0 15 1] 

3-(R,s)-(i-/<>y*-r;i/-4-tf^'j >:;~;i,)-n- [(ir)-2- [s-^an-3 
- jits -1,2,3,4-7=- h^t Kn-i-^; y — -i-(i 

->f > K-;i/-3->f;^f;i/)-2-^yxf;i/] A>yi= f 

[ft 7 4 ] 





10 0 



ai$E# 2000-3092626 




Q #2 0 0 0-2 1 5 8 3 7 

o 



o 



IR(KBr) : 3260, 2932, 1636, 1456, 1281, 741, 710cm 1 . 

l-Ky-Jyf J^-H- [(lR)-2- [6-^7 D n-3-(S)- [(*? * ^)VT ^ J ) * *M 

— 1 ,2 ,3,4— -5r h k. H O — 1 — =V j 0 —Ji/) — 1 — U — -i > K — >'v' "~ 3 1 /i/ > 5 

[ft 7 5 ] 



UL N J HN 
H o 




IR(KBr) : 3283 , 2942, 1624, 1487, 1447, 1281, 1231, 1096 , 743 cm -1 . 
[a] D 20 = -153° (c = 0.496, *#S-Jl). 
MASS (APCIMASS) : m/z 626 [(M+H) + ] . 
[0 15 2] 

3- il-KyiT^ fr-A-lsiV V-JV)-H- [(lR)-2- [6-^DD-3- (R,S) 

- [(^f^75 7)^^-;!/] -1,2,3,4-t" h5t V -1-(1 

->f>F-;i/-3->f^^f^)-2-t^yxfM ^n;OT^ F 



[ft 7 6 ] 




IR(KBr) : 3287,2934,2863,1634,1487,1445,1279,743cm" 1 . 
MASS (APCIMASS) , m/z 654[(M+H) + ]. 
[0 15 3] 

10 1 2000-3092626 




o 



#2000-21 583 7, 



o 



KyZ?;i 4- [[[(lR)-2- [6-^DD-3-(R,S)- [(V*?-)17^ J)*?-)\s 

) -1,2,3,4-^ h^t Kn-i-^r; V-M - i-(i--f > F-;i/-3->f 



Ht 7 7 ] 



Me 
Me 




n— • 



O 



IR(KBr) : 3308,2948,1686,1634,1487,1433,1215,743cm" 1 . 
MASS (APCIMASS),m/z 656[(M+H) + ]. 
[0 15 4] 

2-(l-^>l/-r;i/-4-tf^U $;-;i/)-N- [(lR)-2- [6-?DO-3-(R,S) 
[(i?*^JUT$ -1,2,3,4-t- h7t KD-l-^r; -1-(1 

-f y F-;v-3--f;i'^f;i')-2-^^yifM r-fe hr$ F 



at 7 s ] 



Me 




IR(KBr) : 3283,2936,1634,1487,1445,1279,743cm" 1 . 
MASS (APCIMASS) ,m/z 640[(M+H) + ]. 
[0 15 5] 

i-K>^-r;i/-N- [(ir)-2- [6-#na-3-(R)- [(^*^;i/T^ 
M -1,2,3,4-T- h7tKn-i-^;u -l- (i->f > K-;b-3--f ji* 

10 2 ffi£E# 2000-3092626 



O) #2000 



-215837 



O 



[ft7 9] 





MASS (APCIMASS),m/z 626[(M+H) + ]. 
[a] D 20 = -147° (c=0.498% 
[0 15 6] 

N- [(1R)~2- [6-^nn-3-(R,S)- [(Zs*^)VT$ J)^^M -1,2,3,4- 

fb7tFn-i-=5r; V—JV] -l- (i-^r> K-;i/-3--f ;i/^^;i/)-2-^-^p 
yzc^;i/] -l- (4-^ h3f^>y-r;i/)-4-if^y s?>:fc;i/3K3f-9-^ F 



3-(r,s)-(n,n-^*^;i/7^ ;)^fA-6-^nn-i- [3-(-f > F-;b- 
3->f;i/)-2- [(R)-4-tf^u ^;i/*M-;i/7^ J ] ^uaj 4 M -1,2,3,4 

Y=yY. FD^M V >(150mg)<£>y-fe b— F U ;K3ml)*§?£lC, p-;* h*Ss$c 
JM=&(57mg), WSC(83mg), H0Bt(46mg) fcfltlX., gSt2HKl^L/fc 0 jfcfS^C 
|&5fn^m*m^hU ^^7K?§MSr*IIx, ftUfH'llillL St^x^M* 




OMc 



10 3 



ffi£E4#2 0 0 0-3 0 



o 



#2 000 — 215837 



o 



T'SfgU tRH-ffc^* (150mg) 5:^S«tlt#fc„ 

IR(KBr) : 3289,2942,1634,1613,1487,1439,1250,743cm" 1 . 
MASS (APCIMASS) ,m/z 656 [(M+H) + ] . 
10157) 

j^T^m6M9~20(ciS*OD^^^HM8^ ra^ic ITM L7^„ 
HJ£M9 

n- [(ir)-2- [6-^n n-3-(R,s)- [(i/'^^;i/T^ J)*?-M -1,2,3,4- 



[ft8 1] 



MASS (APCIMASS) ,m/z 640 [(M+H) + ] . 

[0 15 8] 

mmmio 

n— [(ir)-2- [6-^nn -3-(R,s)- [(^*^;i/T$ y -1,2,3,4-^ 
hyt Ka-i-3f y u-;i/] — 1 — (1— > K-;i/-3->r;i/^^;i/)-2-?r^r v 
oq^;i/] -i-(2-* h^S/^>y^f;i/)-4-tf/<u ^>#;i/tf?3fi*-^ K 
[<bs 2] 





IR(KBr) : 3285,2946,1634,1487,1456,1230,743cm 



.-1 




10 4 



2000-3092626 




#2000—215837 




IR(KBr) : 3297,2944,1626,1489,1435,1246,743cm 



.-1 



MASS (APCIMASS) ,m/z 656 [(M+H) + ] . 
[0 15 9] 

l-(2-^DD^>y>f^-N- [(lR)-2- [6-^7DD-3-(R,S)- 

;i/T$ J)^^M -i,2,3,4-fh7tFn-i-^; y —M -i-(i->f > K- 

Rt 8 s ] 



IR(KBr) : 3304,2944,2861,1634,1487,1445,743cm" 1 . 
MASS (APCIMASS) ,m/z 660 [(M+H) + ] . 
[0 16 0] 

mmmu 

l-(l-'<>^f5r7x>-2-^;i/^M-;V)-N- [(lR)-2- [6-^DD- 

3-(R,s)- [(^f;i/T^;)^f^] -1,2,3,4-^h^n Fn-i-^7 U-;i/ 
] -l- (l — f y K-^/-3-^;wf;i/)-2-t^yxf;H -4-tf^u 

lit 8 4 ] 



O 





IR(KBr) : 3289,2944,1632,1487,1456,1273,743cm" 1 . 

10 5 



ffi§E# 2000- 3 092626 




#2000—215837 



o 



MASS (APCIMASS) ,m/z 682 [(M+H) + ] . 
[0161] 

N- IC1R) -2- 16- V U U -3- (R,S)- [(y>t;b7 ^ J )>"rM -1,2,3,4- 
fh7t Fn-i-^; U-;H -l - (i->f > K-;i/-3-^r;b^^;i/)-2-^-^r 

Ht8 5] 



IR(KBr) : 3297, 2944, 1632, 1487, 1456, 1100, 741, 729cm~ i . 
MASS (APCIMASS) ,m/z 640 [(M+H) + ] . 
[0 16 2] 

n- [(ir)-2- [6-^nn-3-(R,s)- [(s?*^;vy $ -1,2,3,4- 

ff7tFn-i-^; , J-M-i-(i-^>K-ii/-3-^;!/^fii]-2-t^ 
yif;H -l-(l--f > K-^-2->f ;i/^;i/7K-;i/)-4-tT^'J ^>^j;i//K^r 
if ^ K 
[ft86] 





IR(KBr) : 3283,2938,1638,1601,1528,1487,1439,745cm 
MASS (APCIMASS), m/z 665 [(M+H) + ] . 



-1 



10 6 



mgE# 2000-3092626 




#2000—215837 



[0 16 3] 

N- [(lR)-2- [6-^nn-3-(E,s)-[(^f;i/7^ ;)^^l/]-l,2,3,4- 
[ffc8 7] 



MASS (APCIMASS) ,m/z 665[(M+H) + ] . 
[0 16 4] 

^SfeMie 

l- (i-^>!/77>-2-^ ;i^;i^-;i/)-N- [(ir) -2- [6- ? n n-3- ( 

R,S)- [(V**JVT$. - l,2,3,4-f h7tKD-l-^; U —M - 1 

-Ci->f > K-;b-3->f;Mf;i/)-2-t^yxf;v] -4-tf^y 

Ut8 8] 




IR(KBr) : 3283,2942,1636,1595,1532,1487,1439,743cm 




IR(KBr) : 3285,2938,1632,1487,1437,1177,745cm 1 . 

10 7 



2000-3092626 



o 



#2 0 0 0-2 1 5 8 3 7Q 



MASS (APCIMASS),m/z 666[(M+H) + ]. 
[0 16 5] 

N- UlR)-2- U> — 0 ' U D -3- U»S>— [{P>7-/i/7 ^ J )>=r -1,2,3,4- 

f^7t:Fn-i-^; U-;H — 1— (1 — f y K-;i/-3->r ;i/*^;i/)-2-;4-3F 

[ft8 9] 



Co 




N 

O 




IR(KBr) : 3291,2938,1636,1522,1487,1439,1273,741cm 1 . 



MASS (APCIMASS),m/z 632[(M+H) + ] 
[0 16 6] 



N- [(lR)-2- [6-^aD-3-(R,S)-[(^W5;)^fM -1,2,3,4- 

f h7tFD-i-^f; v-M -i-a->f > K-;i/-s->r;i/^^-A')-2-^-^ 

yxfjl/] -i-(3-^ain;i/^;i/3jfn^)-4-fcrv<U ^>*;VJK^ri^^ K 



-Me 
Me 




o 



s 



IR(KBr) : 3293,2942,1634,1526,1487,1445,1275,741cm 



MASS (APCIMASS),m/z 632 [(M+H) + ] 



10 8 



ftt$E# 2000-3092626 




#2 000-21 5837 



[0 16 7] 

N- [(lR)-2- [6-# nn-3-(R,S)- [(i?*Vfl/TS -1,2,3,4- 

h^t Kn-i-*; V—M -i-(i--f > K-;b-3-^f ;i/>5-;i/)-2-^-^r 

Ht9 1] 



IR(KBr) : 3293,2944,1634,1487,1441,1283,741cm" 1 . 
MASS (APCIMASS) ,m/z 627[(M+H) + ]. 
[0 16 8] 

N- [(lR)-2- [6-^nn-3-(R,S)- [(i?*?-JVT^ J)*?-M -1,2,3,4- 

-T- b^h: Fn-i-^py U— — l— (l — f > K-;i/-3->f ;iy^^;i/)-2-^^p 

V'lfM -1- [2- (4-?D D y ^-JV)r^^rM -4- bf^D 5?>;fr/b3K3f If 





[ft9 2] 




IR(KBr) : 3297,2969,1634,1487,1456,1092,743cm 
MASS (APCIMASS) ,m/z 674[(M+H) + ]. 



.-1 



[0 16 9] 



21 



10 9 



m§E# 2000-3092626 



o 



#2000-21583 7, 



o 



N- [(lR)-2- [5-^nn-3-(R,S)~ [(ist^JVT^ J)^^M -1,2,3,4- 

-r h^t Kn-i-^p; u —M — l— (l — -r y F-;i/-3-^;i/^^;i/)-2-^-dp 
yifji/] -4-:7m-;i/-l- tf^^^^^^^^-y-^ F 



l- [2-(R)-r^ y -3-(-f > K-;i/-3->r;i/)^ , n>'NV-r;i/] -5-^nn- 

3-(R,S)-(N,N-^^^;bT^ 7)^^;i/-l, 2,3,4--^ h^tl FO^p; U >(154 
mg)fcJ;tf N -x^;i/$M V^D tVl/T^ > (0.07ml)CDT-fe h— h U (5ml) 

/£?&{c 1 - 7 3i bf 9 S> > (62mg) & <fc rJPN— y y □ tr^r ^ > (0. 0 
7ml)CDT-k h-h y/l/*«(5«l)fciil;tfc. R/SMSr^fflTS e>tC3^ia«#Ufc 
^> ra»clO%j^m#y 7i»7Mg?££fltlx., StlifM'iffilfc. *«iJg£ 

-f-(SBBiS« ; SSxf^^; -;i/=io/i)T?fMSiu S@<b^-^(i36m g ) & 

IR(KBr) : 3266, 2971, 2820, 1636, 1458, 1233, 743cm" 1 
[0 17 0] 

N- [(lR)-2- [3-(R,S)~ [{i?*3-JVT $ - 6-7^/^0-1,2,3,4 

t: Kn-i-^p; y- -i-(i->f y K-;i/-3->f -2-^ 
^yxfM -4-7xn;i/-i-tf^^^>*;v3Kdp-9-^ K 




o 



110 



ffiffiE^ 2000-3092626 




IR(KBr) : 3268,2857,2822,1632,1497,1233,760cm A . 

HS.cc f APCMASS") . if/.? 583 f (K+H) + l , 
O [0 17 1] 

2SJfe«923 

n- [(ir)-2- [3-(r,s)- ;i/7^ y -6- *7jv*u -1,2,3,4 
h^t fu-i-^f; -1- (i-^r > F-;i/-3--r ;i/*^;i/)-2-;t 

ifyxfM -4-(2-^-dpv-2,3-$;ti Fn-l-'OX-'f ^ ;i/-l->f 
;i/)-i-i^y ^>#;i/#3fi^ F 

[ft9 5] 




IR(KBr) : 3252,2940,1694,1632,1495,1244,756cm" 1 . 
MASS (APCIMASS) ,m/z 638[(M+H) + ]. 

[0 17 2] 
^JSM24 

N- [(lR)-2- [3-(R,S)~ -6- 7)V7tU -1,2,3,4 

-7- h^t: Fn-i-^; i) — -i-(i--f > F-;v-3--r;i/^^-;i/)-2-^- 
y -4- (3- * -2-;t * y -2,3- ^ ti F n - 1 - ^ y X>f ^ ** y* 
-;b-i->r;i/)-i-tf^u t?y^;i/5K=3ri?-^ F 



ill 



ffi!iE4# 2000-3092626 



o 



#2000 — 21583 7, 



o 



Ut 9 6 ] 




IR(KBr) : 3254,2938,1694,1634,1497,1435,1242,752cm \ 

ffAcc f f Df,T M •'■S0 > •. 652 f (¥.+?^ +1 . 
[0 1 7 3] 

N- [(lR)-2- [5-^nD-3-(R,S)-[(^f;i/7^)^fM -1,2,3,4— 5 s - 

t^yt Fn-i-^r J U— /H -l- (i--r > F-;i/-3->f ;i/^^;v)-2-^-^v 
31^- ;H -4- (2-^-^y-2,3- i/t: Kn-i-^>X^5^ % /-;i/-i->f 

[ft9 7] 



IR(KBr) : 3272, 2971, 1694, 1634, 1483, 1464, 1246, 741cm • 
[0174] ■ 
Hd6M26 

l-/<>^^;i/-N- [(lR)-2- [5-^7 DP-3-(R,S)- [(^^T^ J)* 

-1,2,3,4-^ h^t Kn^py y >-i--f;i/] — i— (1— -r > F-;^-3--f 



ci 



o 




1 1 2 



mHE# 2000-3092626 




i _ — fv> - y £? / - s - ( J :../ V - )h — ? — ? ;iO -7° u r' J S V\A - 5 - V V V - 
0 3- (R,S)-(N,N-^^5 L ;i/T^ y );*^;i/-l,2,3,4--r h7tKo^; U >(151 
mg) , 1 - 1/ >f /I/ - 4 - tf ^ U *? > # 71/ /K > B (94mg) <J: tfHOBt (60mg) £ T "fe 

h~ h y ;K5mi){ciiDA^^?Kicwsc(ioimg)S:^?ai?inx.fco &iS$i£^?S-ei 
6B#ram#^> &/&^cio%i^#y ^A^^&in;*.. »^3i^;i/T-ttffib^ 

% (2l8«g) £ lt#fe. 

IR(KBr) : 3283 , 2934, 1634, 1281, 739 , 708cm -1 . 

[0 17 5] 

_ HJ6M27 
O 

W N- [(lR)-2- [(3R,S) -6-^nn-3-[(i>7f;i/75;)^f;i/]-i,2,3,4- 
^b^t Fn-i-^p; 'j-^]-i-(i-'f>F-;i/-3->f^f^)-2-t^ 

yif;i/] -1- h y 7A/*UT1z?-JV-4-¥'<V i?>jtj)\stf*rV$ K 



[ft 9 9 ] 




IR(KBr) : 3308,2946,1694,1634,1487,1175,1144,745cm" 1 . 

113 ffiSE#2 0 0 0 - 3 0 9 2 6 2 6 



#2000-21583 7. 



MASS (APCIMASS) ,m/z 618[(M+H) + ]. 
[0 17 6] 

mmwm 

N- LC1R) — 2— [(3R,S) -6- O UU-3- [{¥*J-))sr ^ J)>"T)V\ -1,2,3,4- 

fb7tFn-i-^;'J —M -l - (i-^r> K-;i/-3--f ;i/^^;i/)-2->r^r 
[ftioo] 




N- [(lR)-2- [(3R,S) -6-^DD-3- [(*;* ^;i/T ^ J ) * -1,2,3,4 

-fh7fcKn-i-^r; U— -i-(i-^f>K-^-3-^;Mf;i/)-2-t 
ifyxf;i/] -l- h y ^;i/^-nr-fe^;i/-4-tf^u ^>^;i/)K^r-9-$ F(200mg 

IR(KBr) : 3279,2944,2822,1636,1487,1233,743cm" 1 . 
MASS (APCIMASS) ,m/z 522[(M+H) + ]. 
[0 17 7] 
^*6M29 

1-T"fe^;i/-N- [(lR)-2- [(3R,S) -6-?nn-3- [(i/*?-JlT$. J)*?- 

-1,2,3,4-^ h^b Kn-i-^r^ V -M -l- (i--f > K-/i/*-3->f 



114 



ffifIE# 2 0 0 0-3 0 



o 



® 



#2000-215837 




lit 1 0 1 ] 
CK 




N 
H 



o — ' J 



Me 



O 



N— [(lR)-2- [(3R,S) -6-^nD-3- [(^^f^75 -1,2,3,4 



^yoi^;i/] -4- t°^U ^>^;i/3K^r-tJ-^ K(150mg)©lf^31^-;i'(1.5ml)^^ 
{C^M^m^-bU^A7K^$:iD^, tJc^TTIz^;!/* n ^-f F(0. 031ml) £ 

[0 17 8] 

J^T©^M30~36tC|3«<Z)^-^#H±^ifeMl £ mUlZ. bt^ b feo 
IMM30 

3-(i-^>-t/-r;v-4-fcr^y ^^^)-n- [(ir)-2- [(3S)-6-*n n-3- [ 
(pzt-kt^ J )^^M -1,2,3,4-^ b^n Kn-i-^p; v—M-i-d- 

4 y F-;i/-3--fiWf;i/)-2-t^vifM 7'o;t>7 5 F 

[ftl0 2] 



IR(RBr) : 3289, 2932, 1632, 1487, 1447, 741, 710cm _i . 
MASS (APCIMASS) ,m/z 654[(M+H) + ]. 

3- (i-^>vM;i/-4- fcf^U j;-;b)-N- [(lR)-2- [(3R) -6-^DO-3- 

y -1,2,3,4-5^ ^t: Kn-i-^py y— /b] -i-(i 

--f y K-^-3->f;i/^f;i/)-2-t^yxfM ^da°>t^ f 





115 



ffifE4# 2000-3092626 



#2000—215837 



[it 1 0 3 ] 




IR(KBr) : 3289, 2936, 1634, 1487, 1445, 743, 710 cm" 1 . 
[a] D 20 =-135.2° (c=0.302, MeOH) 
[0 17 9] 

l-Ky&ji-n- [(ir)-2- [(3R) -6- ?nu -3- l(i/*^)V~r$. ; 
] -1,2,3, 4—r- h^t: Kn-i-^p; u -l- (i--r > F-;b-3 — f 
^)-2-**yxfM -4- tf^c^u f 
[fl: i o 4 3 



IR(KBr) : 3306, 2940, 2768, 1634, 1487, 1456, 741 cm 
H^M33 

2- [(l-K>^/>f;i/-4-tf^U -N- [(1R)~2- [(3R) -6~? 

nn-3- [i?*3-;iT$ -1,2,3,4-5=- h 9 1: Fn-i-^; V—M 

— 1— (1 — f y F-;v-3-^;^f;i/)-2-t^yxf;i/] y-fe h75 F 




116 



ffi$E#2 0 0 0-3 



#2 000-21 5837 



Ut 1 0 5 ] 




IR(KBr) : 3274, 2936, 1651, 1487, 1441, 1100, 743 cm 



[0 18 0] 



^ N- [cis-4- ({[(1R)~2- [6-*na-3-(R) - [(i?*?~)]sT $ J )^^M ~ 

1,2,3,4-5" h5t Kn-i-^;U-M — l— (l — -f > K-;i/-3--f;i/^^;i/) 

[ftl0 6] 



H 0 

IR(KBr) : 3297, 2936, 1636, 1528, 1487, 743 cm -1 

n- [(ir)-2- [(3R) -6-? an -3- [(^*^;i/T^ -1,2,3,4- 
■5" h ^t; Fa-i-^p; V—ji] -i-(i--f > K-;v-3--Y;i/^^-;i/)-2-^-^r 

[ftl0 7] 





IR(KBr) : 3318, 2944, 1694, 1632, 1175, 1144, 743 cm 



117 



2000-3092626 



o 



#2000—215837 



o 



[a] D ZU =-139.7° (c=0.308, MeOH) 
[0181] 

N— 1(1R) — 2— L(3R) -6-2 DD-3- [{V * 5. J ) * )V\ -1,2,3,4- 

f h^tiFn-i-^; u -l- ci — < > F-;i/-3->r ;i/^^;i/)-2-^-^r 
yifiH -3- [l- (b'j7;i/ta7tf^) -4-tf"cy 7urt>7 
5 K 



IR(KBr) : 3301, 2938, 1688, 1344, 1487, 1204, 1146, 745, 667 cm 
H?ifcflf37 

N- [(lR)-2- [(3R) -6-^DD-3- J ) * M -1,2,3,4--^ 

h^t Kn-i-^7 U— M -i- d — f>K-;i/-3->f;i/^f;v)-2-t^y 
[ft i o 9 ] 



o 





IR(KBr) : 3285, 2942, 1634, 1487, 743 cm -1 . 
[a] n 20 = -167.0° (c = 0.308, * & J - fr) . 



118 



ffiHE# 2000-3092626 



#2000-215837 



[0 18 2] 

N- L(1R)~2- L(3S)— 6-47 DD-3-[ti/>5-;i/7^y)>f;i/j - 1,2, 3,4- -7- 

h^n Kn-i-^p; U-;i/] — i — Ci — -f > K-/I/-3 — r;Mf;i/)-2-t^v 



IR(KBr) : 3289, 2946, 1609, 1487, 1435, 1250, 841, 743cm" 1 . 
MASS (APCIMASS) ,m/z 656 [(M+H) + ]. 

N-[(lR)-2-[ (3R)-6-* DD-3-[(i/^f^7^ J )**M -l,2,3,4-fh7t F 
o-i-^p J Dn;i/]-i-(W y K-;i/-3->f;v^^-;v)-2-^-drVx^;H-i-(4-^^ 

lit l l l 3 





IR(KBr) : 3303, 2942, 1630, 1439, 743cm 
MASS (FAB),m/z 640.3 [(M+H) + ] 



119 



2000-3092626 



o 



(^) #2 0 0 0-2 1 5 8 3 7Q 



O 



[0 18 3] 

N-[(lR)-2-[ (3R)-6-* UU-3-[(i/*?-)VT $ J )*J-)l>] -1,2,3,4-r" 

[ftll2] 
C 1 



H 



0 



IR(KBr) : 3297, 2944, 1636, 1437, 1227, 745cm _i . 
MASS (FAB),m/z 644 . 2 [ (M+H) + ] 

l-(4-^ D D^>^-r;i/)-N-[(lR)-2-[ (3R)-6-? n n-3- [(*? * ?- JbT ^ J)** 

M -1,2,3,4-5=- h^t Fn-1-^; U -;b]-l-(l— f > K-^3->f^^f^-2- 

[ftll3] 




IR(KBr) : 3303, 2942, 1630, 1439, 743cm 
MASS (FAB),m/z 660.2 [(M+H) + ] 



12 0 



ffiliE# 2000-3092626 




m 



#2000—215837 



[0184] 

mmmA2 

N— [(1R) —2— [(3R) -6-^00-3- [(V * *f-JVT 5 J ) * *M ~ 1 ,2,3,4- 

r t^7tK o-i-^py U— ;b] -i-u->f > K — 3 — r ;i/*^;i/)-2-2i-3r 

yifjV] -1- (rh7t FD-2H-hf^>-4--f;i/T-fe^-;b) -4-fcT^U 
[ft 1 1 4 ] 




IR(KBr) : 3294, 2932, 1634, 1487, 1186, 1094, 741 cm 
^0943 

N— [(1R)— 2— [(3R) -6-^00-3- \{V* <?fr7 ^ J) * *M -1,2,3,4- 

f h7fcFD-i-^/"J — -i - > F-;i/-3-^;i/^.^;b) -2-^-^p 
yifM -l- (4-^ h^ri/^>^;i/) s»*/i/aK*iJ-$ F 

Hfcl 1 5] 




IR(KBr) : 3277, 2938, 1634, 1613, 1487, 1435, 1250, 841, 743 cm • 
[a] D 20 =-143.7° (c=0.309, MeOH) 

12 1 ffiSE# 2000-3092626 




o 



#2000-21 583 7^~~^ 



[0 18 5] 

N— [(1R) —2— [(3R) -6-!?DD-3- [ (5? ;* ^JIT $ J ) J* ~ 1 ,2,3,4- 

^^^h: Fn-l-^y 'J— A] F-;i/-3-^JI/>rJi/)-2-^^- 
yif;H-l- (2-* h^rS/^> V^f;i/) -4-tf^ l J$/>*;i//K^t5 F 
[ft 1 1 6 ] 



H 



V o 

0* 




IR(KBr) : 3283, 2940, 1632, 1487, 1250, 743 cm -1 . 
[a] D 20 =-140.2° (c=0.308, MeOH) 

miasms 

N— [(1R) — 2— [(3R) -6-^DD-3- [( V * * JIT < J ) ^ - 1 ,2,3,4- 

fh7tFn-i-^; u— /n — 1— (i — f > K-;i/-3->r ;i/*^;i/)-2-;*-3r 

[ft 1 1 7 ] 



I 




H 



o 



N 




IR(KBr) : 3300, 2946, 1634, 1487, 1441, 743 cm -1 . 
[a] D 20 =-143.3° O0.307, MeOH) 
[0 18 6] 

12 2 £tilIE4f 2000-3092626 



O #2 0 0 0-2 1 5 8 3 7 o 



l- (2-^nn^>^;i/) -n- [(ir)-2- [(3R) -e-9un-3- 

jir* j)*<?m -i,2,3,4-Th7tKD-i-^y y -M -i-u->r > F- 

[ft 1 1 8 ] 



IR(KBr) : 3287, 2944, 1634, 1487, 1445, 741 cm • 
[a] D 20 =-139.9° (c=0.303, MeOH) 
HUi«47 

N- [(IE) -2- [(3R) -6-# na -3- [(^^f ;b75 ^]-l,2,3,4- 

•t- b^n Fn-i-^f; u— ;i>] — 1— (1 — f > K-/b-3->f ;i/^^;i/)-2-^-^- 
yxf^/] -l- (^r > F-;i/-2--r;i/^;i/^— ;i/)-4-tr^u ^>*;i/^^r-9- 

5- K 
[ft 1 1 9] 



IR(KBr) : 3291, 2942, 1636, 1605, 1487, 1437, 747 cm -1 . 
[a] D 20 =-140.4° (c=0.307, MeOH) 

[0 18 7] 
HJ6M48 

l- [4- (r^ '<>v'>f/i/] -n- [(ir)-2- [(3R) 




O 




-i 




12 3 



ffiIE# 2000-3092626 




(^) #2000-21583 7^~^ 



-3- [(i/^f;i/7^;)^fJH-i,2,3,4-fb7t Fn-i-^p; V-M -1 

Utl2 0) 

C1 TOO* X V' 

H ^ 

IR(KBr) : 3268, 2942, 1634, 1487, 1339, 1165, 1096, 745, 608 cm" 1 

1- [4- (y-fe^;i/T^ y) ^>y-r;u] -n- [(ir)-2- [(3R)-6-?nn-3 
- [0/*^jvt^ J Kn-i-^p; V-M -i-( 

i-^y K-;i/-3--Y;i/^^;v)-2-^-^yac^;i/] -4-tr^u ^>#;i/3J<3f 

[ft 1 2 1 3 

N- 8 HN^O 

H 

IR(KBr) : 3301, 2938, 1634, 1532, 1487, 1441, 743 cm" 1 
[0 18 8] 

i-[ (5-7tf;i/-2-fi-;^) -n- [(ir)-2- [(3r) -6- ? 

12 4 ffiIE# 2000-3092626 



o 




#2000—215837 




OD-3- [(Wf;i/7^;)^fM-l,2,3,4-fh7t Fu-1-*J V -JV 
] - l-(l->f>K-^-3->f^f^)-2-t*yxfM 

Lib 12 2] 



IR(KBr) : 3308, 2942, 1634, 1487, 1424, 1271, 743 cm 
^J£M51 

n— [(ir)-2- [(3R)-6-^nn-3- [(^*^;i/7^ -1,2,3,4-^ 
h^t: Kn-i-*; u -1- (i->f > K-;i/-3--r;i/^^;i/)-2-^-^py 
x^-^/l -1- (i-^^;i/^r > K-^/-2--f ;i/*;i/3Kx J H/)-4-tr^u 

[ftl23] 



N-*^;i/-f > F-A-2-^;i/7K>^(60mg) ©Ti2 h- b U M3ml) J; THF(3 
ml)^-&^lC. H0Bt(54mg) > WSC(70mg) «fc tfN- [(1R) -2- [(3R) 

-3- [(^f;i/75;)^f.;i/] -1,2,3,4-^ h^t Kn-i-^p; y -1 
- (i--f > F-^-3-^;^f;i/)-2-^#vif;H -4-tr^y ^>#;i/3tf 




TOO"' 




12 5 



ffiSE# 2000-3092626 



o 



#2000-215837 



o 



lR(KBr) : 3303, 2968, 2942, 1632, 1487, 741 cm " J 
[0189] 

N- [(lR)-2- [(3R)-6-#0 D-3- [(^^^;i/T^ 7 ) - 1, 2,3,4- -T- 



N— [(1R) — 2— [(3R) -6-^DD-3- [{*? * ^ 7) * ^ M - 1 ,2,3,4 

-5=- h^t: fd-i-^; u— — i — (i — r > F-;v-s-^;^ fA0-2-^ 
^yifii/] -3-[i- (b'J7Mn7tf;v) 

75 K (194mg) <D*Z J-JVmWi (4 ml) ICIO^^* U "7 ATM^SfciDX.^., 
, (146 mg) 

IR(KBr) : 3287, 2924, 1636, 1487, 741 cm" 1 
[0 19 0] 

&>T(Dmmwte~78iz%&m<Dit&m&m&M 8 ^ italic vx<&& u £ 0 

H^M53 

N— [(lR)-2- [(3R)-6-# n D-3- [(i?^f;i/7^ 7 ) * - 1 ,2 ,3,4- 

h^t Kn-i-dpy — 1— (i — f > K-;v-3--f -2 v 




o 




12 6 



aifE# 2000-3092626 





#2000—215837 




[ftl2 5] 



N- [(lR)-2- [(3R)-6-t?n D-3- * ^JV7 $ J ) ;* -1,2,3,4--^ 

h^t Fn-i-^p; U -l- (1-4 y jv*?-)V)-2-*3ry 
zsl^-M -3- [i-(2-t?v ^;t/#;i/3K— ;i/)-4-tr^u ^n;i/]^aA>r^ F 
[fbi 2 6] 



MASS (APCIMASS) ,m/z 655[(M+H) + ]. 

[0191] 
|gi£fl|55 

3- [l-(2-^>t/^>f7ai>?!j;i/7}f-;i/)-4-^^U 2^;i>] — N— [(lR)-2- 

[(3R)-6-^nn-3- [{P*?-;v7S.; )^^M -1,2,3,4-^ h^n Kn-i 
y y— ^/] -i-(i->f y K-;v-3--f^f^)-2-t^vxf^]^n;t 

F 




IR(KBr) : 3299, 2926, 1634, 1487, 1443, 739cm 

MASS (APCIMASS) , m/z 660f(M+H) + ] . 



.-1 




IR(KBr) : 3287, 2928, 1634, 1487, 745cm 



12 7 



ffilEff 2000-3092626 



o 



(^) #2000-21583 7(^j 



[ft 1 2 7 ] 

C 1 v^-^-v.^ 



H 0 



IR(KBr) : 3297, 2934, 1635, 1487, 743cm 1 . 
MASS (APCIMASS) ,m/z 710[(M+H) + ]. 

N- [(lR)-2- [(3R)-6-^ on - 3- * ^l/T $ J ) * - 1,2, 3,4- 7" 

h^t: Ko-i-^y U — ;H — l— (l — f y F-;i/-3->f;i/^f;b)-2-^^y 
-3- [l- (2-* b**/'<yy*4 M-A-V'tvv-MzfuAyrs. K 
[ft i 2 8 ] 




IR(RBr) : 3272, 2934, 1634, 1487, 1248, 743cm" 1 . 

MASS (APCIMASS) ,m/z 684 [(M+H) + ] . 
[0192]. 

N- [(lR)-2- [(3R)-6-^DO-3- * ^ )VY ^ 7 ) * 3^1/] - 1,2,3,4— 5 s - 

h^t Fn-i-^; u— -i-(i — f y K-;i/-3-w ^^f^)-2-**y 
-3- [l- K-UfA^i*)'<>l/'fM -4- tf^U yo 

[ft 1 2 9 ] 




12 8 



2000-3092626 



#2000—21583 



IR(KBr) : 3299, 2930, 1634, 1487, 1314, 1154, 781, 743cm . 
MASS (APCIMASS) ,m/z 732[(M+H) + ]. 

N— [(lR)-2- l(3R)-6- ? d o - 3- Kv>^/i/7 ^ y -1,2,3,4-7- 
h^t: Fn-i-^y U— ;H -l- (i->f > F-;b-3->f ;i/^^^)-2-^-drV 
-3- [l- n^>^A^j;i/^-;i/)-4-if^i; ^u^yy 

^ F 

r-ft- 3 3 0 1 



IR(KBr) : 3285, 2944, 1638, 1487, 1439, 743cm" 1 . 
MASS (APCIMASS) ,m/z 646[(M+H) + ]. 
[0 19 3] 

N- [(lR)-2- [(3R)-6-^nn-3- [(V^f-frT^ J)^^M -1,2,3,4-^- 

h7tFn-i-^; u — -i- (i->r > F-;i/-3-^;i^ .f^)-2-^v 
-3- [l- [(4-^nn7oQ— ;i/)r-fe^^]-4-tr^u :/oa> 

7^ F 
Iftl31] 



H 0 

IR(KBr) : 3287, 2934, 1640, 1489, 1092, 808, 743cm" 1 . 
MASS (APCIMASS) ,m/z 702[(M+H) + ]. 

mmmeo 

N— [(lR)-2- [(3R)-6-?00-3- [(Z?*?-J]sT< ;)*^M -l,2,3,4--f" 





12 9 



ffiliEfl 2000-3092626 



o 



#2000 — 21583 7, 



o 



h^n Kn-i-*; V-M -l- (1-4 y K-;i/-3-^;u^^;i/)-2-^-^y 
x^;i/] -3- [l- [(3-^nD7x-;y)7tf;i/] 



H 0 

IR(KBr) : 3299 , 2930, 1636, 1487 , 743 , 685cnf\ 
MASS (APCIMASS) ,m/z 702 [(M+H) + ] . 

[0 19 4] 
mMM61 

N— [(lR)-2- [(3R)-6-^OD-3- [(V*?-)VT$ J )%^M -1,2,3,4-5=- 

h7tFn-i-=sp; u-;H -l- (i-4 y F-;b-3--r;i/^^;i/)-2-^^y 

-3- [1- [(2-^DD7x-;i/)7tf^/] -4-tT^U /I/] y°n/\°> 

T 5. K 
[ftl3 3] 



H 0 

IR(KBr) : 3291, 2934, 1636, 1487, 1040, 747cm" 1 . 
MASS (APCIMASS) ,m/z 702 [(M+H) + ] . 

3- a- [4-(7^;xW-;v)^>y^M -4-tr^u *?—M -n- [(ir)-2 
- [(3R)-6-^nn-3- [(^*^;i/T^ J)^^M -1,2,3, 4-5=- h^n Fn- 
l-^y y-/i/] -1 — (1— -f > F-;i/-3--r;i/^^;i/)-2-7T-^yai^ : -;i/] -fu 




o 




i 



13 0 



ffiIIE# 2000-3092626 



#2000 — 21 5837' 



[ft 1 3 4 ] 




IR(KBr) : 2936, 1632, 1489, 1456, 1339, 1165, 743, 667 cm~ l 
[0 19 5] 

mnm63 

3- [i-(2-^nnK>^/>r;i/)-4-tf^y ]-n- [(ir)-2- [(3r)-6 
[(^^^;i/T^ -1,2,3,4— r- F^t: Kn-i-^p; V- 
M — 1— (1 — f y F-;i/-3--f ;i/^^-;i/)-2->r=apyx5 1 ;i/] ^n;i>7^ F 
[ft 1 3 5] 



IR(KBr) : 3290, 2932, 2861, 1634, 1487, 1445, 743 cm 
3- [l-(3-^Dn^>^/>r;i/)-4-tr^U V—fr ] -N- [(lR)-2- [(3R)-6 

^nn-3- [(*?*?-JiT$ /)^^M -1,2,3,4-5^ h^t: Kn-i-^p; U- 
-i-(i — f > F-;i/-3--r;i/^^;i')-2-7r^yx^;i/]^'n7N 0 >T^ F 




13 1 



ffi8E# 2 ooo 



o 



#2000 — 21 583 7, 



O 




CI 



IR(KBr) : 3289, 2932, 1634, 1487, 1443, 1281, 741 cm 
[0 19 6] 

3- [l-(4-^nnK>!/>f^)-4-bf^U *J-)\s ] -N- [(lR)-2- [(3R)-6- 

* nn-3- [(S?^^;i/T5 J)**f-M -1,2,3,4--^ h^fc: Fn-i-^; V- 
jv] -l- (i--r > F-;i/-3-^;wf;b)-2-t^vif;i/] 7°n/^75 K 
Ut l 3 7 ] 



IR(KBr) : 3287, 2934, 1634, 1487, 1445, 1279, 1090, 837, 743 cm 



N— [(lR)-2- [(3R)-6-^Dn-3- [(i? )V7 5. J) -1,2,3,4--^ 

b vti Kn-i-^p; y -l- (i--f > F-;v-3-^r;i/^ -2-*-=* v 
ifM -3-{i-[2- (bU7Mn^f;i/) soy^iM -4-tf^u 



o 




^56#|66 



13 2 



2000-3092626 




IR(KBr) : 3289, 2936, 1634, 1489, 1441, 1318, 1175, 1130, 743 cm 
[0 19 7] 

Q 3- {1- [3-(T^ y^;i/^-^)-4-^DD^>VV;L/] S? — - 

n— [(ir)-2- [(3R)-6-^nn-3- ^;i/T ^ 7 ) * -1,2,3,4— y 
h7t Fo-i-^y y — — 1— (1 — f y F-;i/-3->f 



[ftl3 9] 




IR(KBr) : 3275, 2971, 2934, 1634, 1487, 1445, 1339, 1167, 1042, 745, 594 

cm" 1 
HJ&M68 

N-[(lR)-2-[ (3R)-6-* Dn-3-[(^W5 y' ) * -1,2,3,4--^ h 9 H K 

U-;i/] -l-(W> K-/U-3->f/l/*^/l/)-2-3r*V:n*7l/]-3-[l-(4- 



13 3 



\&WM 2000-3092626 



(J^ CD #2000-21583 7^~^ 



[ftUO] 
CI 




IR(KBr) : 3266, 2934, 1638, 1439, 743cm 
MASS (FAB),m/z 668.3 [(M+H) + ] 

r o i c p i 

N-[(lR)-2-[ (3R)-6-? DD-3-[(^W^ ./ -l,2,3,4-fh7t K 

n-i-3r 7 u-;H-i-(W> K— ;i/-3-> f ^^.f/i/)-2-t*yxfM-3- [i-(4- 
[ft i 4 i ] 




^0 0 

IR(KBr) : 3285, 2936, 1638, 1439, 1250, 743cm -1 . 
. MASS (FAB) , m/z 684.2 [(M+H) + ] 
HJfeM70 

n-[(ir)-2-[ (3R)-6-^ nn-3-[(y^f;b7^ y -1,2,3,4-5=- h5t K 

u-i-* ; y — > K— ^-H^^f^-2-**VifM-3- [i-(4- 

[ftH2] 

^0 0 




TWO, 



IR(KBr) : 3287, 2932, 1636, 1443, 1233, 743cm 1 . 

13 4 



ffifl# 2000-3092626 



#2 000-215837 



MASS (FAB),m/z 672.2 [(M+H) + ] 
[0 19 9] 

3-|l-[4-t7tfA7^ J )<y V-f ;i/]-4-t^U i/—M-H-[(lR)-2-[ (3R)-6- 
^Dn-3-[(^f;i/75 J)*^)\s] -1,2,3,4-5^ h^t: V -M-l- 

d-4 > F-;i/-3-> f ;i/^^;i/)-2-^-dpyx^^] ya/\°>y ^ F 
[^fb 1 4 3 ] 




H 



IR(KBr) : 3303, 2934, 1638, 1530, 849, 723cm _i . 
MASS (FAB),m/z 711 .2 [(M+H) + ] 

N-[(lR)-2-[ (3R)-6-^nn-3-[(^^^;i/T^ J)**M -l,2,3,4~f- b^t: F 

u-i-*r j v—M-i-d-^y F-;i/-3— f;i/^5 1 ;i/)-2-^-^yai^;i/]-3-[i-(2- 

^^;i/^>y>f;i/)-4-H^i; $;-/i/] ^°da>t ^ F 
[fl:i44] 




IR(KBr) : 3291, 2930, 1636, 1441, 743cm _1 . 
MASS (FAB),m/z 668.3 [(M+H) + ] 

[0 2 0 0] 
^Jg^73 

N-[(lR)-2-[ (3R)-6-^Dn-3-[(^^^;i/r^ 7 -1,2,3,4-5^ h^t F 

D-l-3f7 V y F — f ;i/^^;i/)-2-^-^rym^;i/]-3-[i-(2- 

13 5 mKE# 2000-3092626 




(^) #2000 — 21 583 7 (^) 



[ft 1 4 5 ] 
CI 




N' 



N J HN 
H 0 



-1 



IR(KBr) : 3304, 2934, 1632, 1456, 743cm 

3- [i-(2-r-fe^;i/^> y-r ;io-4-t?^ u -n- [(ir)-2- [ (3R)-6-^ □ d-3- 
[(^*^;i/7^ 7 -1,2,3,4-^ h^t: Fn-i-=3py y - /w] -l-Ci — f > F 

-;i/-3->f^^f;i/)-2-t^yif;H F 

[ft 1 4 6 ] 




o 



IR(KBr) : 3303, 2932, 1636, 1437, 1260, 743cnf 1 . 
MASS (FAB),m/z 696.2 [(M+H) + ] 
[0 2 0 1] 

N-[(lR)-2-[ (3R)-6-^na-3-[(^^^;i/T^ J )*^;i/]-i,2,3,4-x- h^t: F 
D-i-^py >j-;H-i-(H> F-;i/-3->f;i/^^;i/)-2-?r^yai^;i/]-3- [i-(3- 
b: Fn=¥i/-3-^^;i/^^ y -4 ;i/)-4-tf^u ^n;i>7 ^ F 
[ft 1 4 7 ] 




13 6 



mSE# 2000-3092626 



o 




#2000—215837 



/3n 



IR(KBr) : 3277, 2932, 1640, 1487, 743cm \ 
MASS (FAB),m/z 650.3 [(M+H) + ] 

N-l(lR)-2- L (3R)-6-i7 Q U-3- [{V^"r)'uT - J ) > -1 ,2,3,4-r- h ^ t: F 

n-i-^p; y -M-i-(\-j y K~;v-3— f ;i/*^-;i/)-2-;t3f v^;i/]-3- [i-[(2 

[-ft 1 4 8 ] 



H 0 

IR(KBr) : 3301, 2932, 1638, 1491, 1233, 745cm" 1 . 
MASS (FAB),m/z 686.2 [(M+H) + ] 
[0 2 0 2] 

N-[(lR)-2-[ (3R)-6-^nn-3-[(^^^;i/T^ J )*^;i/]-l,2,3,4-x- t F 
n -l-3f y U^;i/]-l-(l— f > K-;i/-3— r;i/^^;i/)-2-^-^V^i^^]-3- [l-[(2 



IR(KBr) : 3281, 2930, 1636, 1456, 743cm~ i . 
MASS (FAB),m/z 682.2 [(M+H) + ] 

mmm78 

N-[(lR)-2-[ (3R)-6-?nn-3-[(^*^;i/T^ J ) * "1 ,2,3,4-5=- h 9 t: F 

u-i-*; 'j ^;i/]-i-(w > K-;i/-3-^f;Mf ^)-2-t^p yxf M -3- [i-[(2 




[ftl49] 




13 7 



ffifE# 2000-3092626 




o 



#2 0 0 0-2 1 5 8 3 7Q 



Ut 1 5 0 ] 

C 1 v^^^^v<^ JJ" 



0 

-1 



IR(KBr) : 3281, 2938, 1638, 1491, 1246, 743cm 
MASS (FAB),m/z 698.3 [(M+H) + ] 

r 0 2 0 3 ' 

N- [(lR)-2- [(3R)-6-^nn-3- [(¥ * ^ )17 J ) * M -1,2,3,4-^ 

h^t: Fn-i-^f; u— M -l- u->f > K-;i/-3->r;i/^^;i/)-2-^-^rV 
-3- [i-(i/^n^\^r>>;i/*;i/^-;i')-4-if^y V—M -Jurtyy 

[-ft 1 5 1 ] 



H 0 



3-(4-tf^U i/-;b)-N- [(lR)-2- [(3R)-6-^DO-3- [(y^^;i/T^ 

-1,2,3,4-^ h^ti Kn-i-^; V-M -i-(i->r> K-;v-3 
--f;i/^^;i/)-2-^-dpv^^-;L'] yn/\°>y 5. F(i80m g )t h 'jxf;i/7^>(4 

Omg)©^ h^^ FD ^^>(6ml)^^iC. >> ^ U /\3f-9" > JVtS' JV # U U F (58 

mg)^orT*nx.fc 0 M^5ro°cei^TO^. Hfn^^f- hu ^atK** 
: y\^-^>/^3i^;i/ = i/i~»m3i^^~^^^^/^^ ; -)i=20/i)-em 

SSU S^b##J(144mg)$r# a ^^^ LT^feo 
IR(KBr) : 3285, 2932, 1636, 1487, 1447, 741cm" 1 . 
MASS (APCIMASS),m/z 660[(M+H) + ] . 

13 8 2000-3092626 



#2000—215837 



[0 2 0 4] 

N-L(lR)-2-l (3R)-6-^UQ-3-[(y^f;b7^ J ) * -1,2,3,4-7" h ^ t: K 

n-i-3f y y — f > K-;i/-3— r;i/^^;i/)-2-^-^yoi^;i/]-3-[i-(2,2 

[Itl5 2] 



IR(KBr) : 3287, 2932, 1634, 1487, 743cm -i . 

MASS (FAB),m/z 634.2 [(M+H) + ] 

^MM81 

2-[4-(3- [(lR)-2-[ (3R)-6-^ nn-3-[(^^^;i/T^ -1,2,3,4-5^ h 

Fu-i-^j u ^;iO-i-(W > K-;i/-3— f;^f;i/)-2-t^yif;i/] 
^ -3-* ^ v ^ n -l- tf ^ u 5? — M -l , i- ;* ;v-2-^- ^ v ;i/ r -fe ^ 



IR(KBr) : 3275, 2934, 1576, 1437, 743cm _i . 
MASS (FAB),m/z 678.3 [(M+H) + ] 
[0 2 0 5] 

N— [(lR)-2- [(3R)-6-^7Dn-3- * ^7 ^ J ) ;* -1,2,3,4-^ 

S^t Kn-i-^p; -i-(i — f > K-;i/-3->f ;i/**-;i/)-2-;*df v 




[ftl5 3] 




0 



13 9 



tfjf£# 2000-3092626 



#2000 — 21583 7, 



jl^M -3- [l- i/— M7urf>T < K 

[ftl54] 



IR(KBr) : 2934, 1645, 1489, 1339, 1167, 741, 579 cm 
*J£M83 

N- [(lR)-2- [(3R)-6-^ UU-3- [(*;* ^ 7 ) * ^;t/] - 1 ,2,3,4-5=- 

h^t Kn-i-^py U— -l- (1--Y > K-;i/-3--f ;i/^5 L ;i/)-2-^-^y 
-3- [l- {y=c-)vr^^)\^) -a-^kv V-jv]^uAyy ^ \^ 

U t 1 5 5 ] 



IR(KBr) : 3272, 2934, 1634, 1487, 1456, 1271, 1233, 741 cm 

[0 2 0 6] 
^!J6M84 

N- [(lR)-2- [(3R)-6-^7 nn-3- [{^^^JVT ^ / ) ^ *M -1,2,3,4-5- 

b7t: Fd-i-^p; U-;i/]-i-(i — f > F-;i/-3->f ;i/;*?-;i/)-2-;r3f V 
oq^;!/] -3- (i->r yy^u;i/-4-tr^u *?— 7°n;i>7$ F 




o=s=o 





14 0 



ffill4#2 0 0 0-3 



#2000—215837 



Ut 1 5 6 ] 




IR(KBr) : 3282, 2932, 1640, 1487, 743 cm 

N- [(lR)-2- [(3R)-6-^Dn-3 - [(^ ^;i/T ^ J ) * *M -1,2,3,4-^ 

b7tKo-i-^; u— — l— (l— -Y > F-;v-3--r;i/^^;i/)-2-^-^rV 
m^;!/] -3- (i-^nif^^;i/-4-tf^u v=- -/n/t^r^K 
[ft: i 5 7 ] 



IR(KBr) : 3279,2936, 1634, 1487, 1233, 743 cm 

[0 2 0 7] 
^|J6M86 

3- (i-r-fe^;i/-4-n°^u -n- [(ir)-2- [(3R)-6-#an-3- [ 

(^*^;i/T^ -1,2,3,4-5=- b^t: Fu-i-^y U-;v] -i-(i- 




0^ 



-1 



14 1 



ffif£#2 0 0 0-3 



o 



o 



#2 0 0 0 — 2 1 5 8 3 7 



o 



lit 1 5 8] 
CI. 





z-d-Kyp/i-A-ta^V ^-;i/)-N- [(ir)-2- [(3R)-6-^nn-3- [( 
i/'^^;i/T^ y -1,2,3,4-^ h^t: Kn-i-^py y — i— d — f 
y F-;b-3--Oi/*^;i0-2-tf-3f vx^;i/] ^da>7^ F 

[ft 1 5 9 ] 



3- (4- tf^y i/^;i/)-N- [(lR)-2- [(3R) —6— ^DD —3— [(S?*^;]/T 5 

-1,2,3,4-f h7t Fn-i-^y u - ;H -i-(i--r> F-;i/-3 

->f^f^)-2-t*yifM ^DA°>75 K(193mg)(D3:^ / -M6ml)?§ 

. lilt. ^$^7^$t*7A^nvh^77^-(JgiiI : ^ 

IR(KBr) : 3299, 2934, 1487, 741cm -1 . 
MASS (APCIMASS),m/z 640 [(M+H) + ] . 




14 2 



2000-3092626 



#2000-21583 7\^J 



[0 2 0 8] 

3- ll- (2- ^DDK>yJl/)-4-k:^ l j V—)V\ — N— iCiR)-2- L(3R) -6- 0 

nn-3- [(P*?-n/T$ J)*TM -1,2,3,4-^- h^t: Kn-i-^ >> V-M 
-i-(i-J> K-;i/-3->f;i/^f^)-2-t^yxf;i/] ?urt>rs. K 
[ft i 6 o ] 



IR(KBr) : 3289, 2932, 1636, 1487, 743cm" 1 . 
MASS (APCIMASS),m/z 674[(M+H) + ]. 

mnm89 

N- [(1R)~2- [(3R)-6-^DD-3- [(V *T )\sT J) *T M - 1,2, 3,4- 

h^t Fn-i-^f; U— M -l- (i->f > K-;i'-3-^r;i/^^;i/)-2-^-^y 

-3- [i-(2-7Mn'<>^i/)-4-^'j s?-;i/]yn/\°>7^ F 
[ftiei] 



IR(KBr) : 3302, 2924, 1636, 1487, 758, 743cm" 1 . 
MASS (APCIMASS),m/z 658[(M+H) + ]. 
[0 2 0 9] 

mmm9o 

N- [(1R)~2- [(3R)-6-^nn-3- [{V* TUT ^ J ) * -l,2,3,4--r 

h^n Kn-i-^f / U-;i/] -l- (i — iy K-;i/-3--r;i/^^;i/)-2-^-^y 
-3- [l- [2-( h u ^;i/^-n^^;i/)^>^;v] -4-tr^u V—M 7u 





14 3 



{i}t#2 0 0 0 -3 



#2000 — 21 583 7, 



Ay 7 5. F 



HU6 2] 




IR(KBr) : 3301, 2926, 1634, 1487, 1314, 1121, 772, 743cm 

KfCC ( f. PC .1 V. t-. CC> rT r. I? 7QP f rf:-E> + l 



N- [(lR)-2- [(3R)-6-.* O n-3- ^ 7 ) ;* -1,2,3, A—f- 

h7tKn-i-^; y -i-(i--r > F-;i/-3--f 

-3- [l- (2-* h=3p^/^>^;i/) -4-tf^u ^n^>7§ 



IR(KBr) : 3293, 2934, 1632, 1489, 1240, 1100, 741 cm 
[0210] 

N- [(lR)-2- [(3R)-6-^DD-3- [(^*^;i/T^ ,/ ) - 1,2,3,4-T- 

h^fc Fd-i-^f; yn;i/]-i-(i->f > K-;i/-3->r;i/^^;i/)-2-^^y 

x^;i/] -3- [1- (3-* F3^>^>^) -4-bf^U ^D7t>75 
F 



F 



HU63] 




14 4 



ffi|IE# 2 0 0 0 - 3 0 



#2000—215837 



[it 1 6 4 ] 

C1 YY7 




IR(KBr) : 3301, 2922, 2768, 1632, 1487, 1456, 1265, 743 cm 1 
N- [(lR)-2- [(3R)-6-#O0-3- ^ J ) ^ ^^/] ~ 1,2, 3,4- "T" 

h^t: Fn-i-^py y -i-(i->r > F-;^-3--r;i/^^-;i/)-2-^-^y 
-3- [i- (4-* h=3ri/^>^;i/) ^— ^da'>75 

F 

[ft 1 6 5 ] 



IR(KBr) : 3289, 2926, 2768, 1634, 1512, 1487, 1456, 1246, 1179, 1101, 10 
38, 822, 741 cm" 1 
[0211] 

N-[(lR)-2-[(3R)-6-?na-3-[(^*f-;i/y ^ y)^^^/]-l,2,3,4-7 L b^t; KD 

-i-^y ij-m-i-(w> f ;i/)-2-t ^ y xf M -3- [i-(2-^ 




14 5 



ffl$E# 2 0 0 0- 3 0 



o 



#2000—215837 



o 



[-ft 1 6 6 ] 




IR(KBr) : 3291, 2922, 1632, 1487, 743cm x . 
MASS (FAB),m/z 654.3 [(M+H) + ] 

i... 0 
N-[(lR)-2-[(3R)-6-^DD-3-[(i/'^5 L ;i/7'^ J ) ^ 5^1/] -1,2,3,4-^ ^tKQ 

-1-^y U-;i/]-l-(W> K-^-M^3lf^)-2-**VxfM -3-[l-(3-tf 

u >^-;b^^;i/)-4-tr^u ^— ^n^>7^ F 

[ffcl 6 7] 



H 0 

IR(KBr) : 3270, 2932, 1638, 1487, 743cm -1 . 

MASS (FAB),m/z 641 .2 [ (M+H) + ] 
[0 2 12] 

N-[(lS)-2-[(3R,S)-5-^U U-3-[(P*^;VT H J -1 ,2,3,4-^- h ^ t: F 

y_2, 3 -i;fc: kd-ih-^>x^ ^ # s J—)\>-\—< ;i/)-i-tr^u ^>#;i/tf;3f -9-5. F 




14 6 



miiE# 2000-3092626 



#2000-215837 



Ut 1 6 8 ] 
CI 




IR(KBr) : 3248, 2938, 1696, 1460, 1373, 741cm~\ 
MASS (FAB),m/z 654.2 I(M+H) + ] 

a-s< y V ;i/-N- [ ( ir) -2- [ (3R) -6-^Dn-3-[(^7f;i/7^;)ifM-i,2,3,4- 
-i-tr^^^>*;i/jK^-^^ F 

[ft 1 6 9 ] 



MASS (FAB),m/z 613.3 [(M+H) + ] 
[0 2 13] 

N-[(lR)-2-[ (3R)-6-^nn-3-[(^^^;i/T^7)^^^]-i»2,3,4-^b^t: F 

D -l-3f j x) _!_(!_> f > K-^3-^f;Wf^)-2-t^yxf;i/] -4-7i- 




N 




IR(KBr) 



3268, 2938, 1632, 1487, 1233, 741cm 



14 7 



ffilH#2 0 0 0-3 




#2000-21583 7/ 



-t nm- s - • ?.pp/ iR?.f\ i^P7. "229 ?4?cr J 
Q MASS (FAB),m/z 598.2 [(M+H) + ] 

4-^>y-f ;i/-N-[(lR)-2-[ (3R)-6-* nD-3-[(^f^75 7 ) * -1 ,2,3, 

i 7 i ] 




IR(KBr) : 3254, 2946, 1636, 1487, 1209, 743cm" 1 . 
MASS (FAB),m/z 626.3 [(M+H) + ] 
[0 2 14] 

N-[(lR)-2-[ (3R)-6-^nD-3-[(S/^^;i/T^ J ) * *M -1 ,2,3,4-5^ h =7 t R 
□ y u -;i/]-i-(i->f > f-;i^-3— f ;i/^^;i/)-2-^"^yx^;i/]-4-(4-^ □ 

n7i-;i/)-4-t: KD^^-i-tT^'J K 



14 8 



2000-3092626 



|P #2000—21 5837 



[itl 7 2] 





-1 



MASS (FAB),m/z 648.2 [(M+H) + ] 

mmmioi 

N- [(lR)-2- [(3R)-6-^ O 0-3- [(V * ^JIT ^ J ) ^ *M -l,2,3,4--r 

h^t: FD-i-dpy V— /H-i-(i->f > F-;i/-3-^;i/^^;L')-2-^-^r v 

[ftl73] 



IR(KBr) : 3279, 2820, 1634, 1489, 1231, 743 cm 
[0 2 15] 

A-Ky-M /I/-N- [(ir)-2- [(3R)-6-^on-3- [(^*^;i/T^ J)*?-)i 
] -1,2,3,4-^ h^t: Kn-i-^y u— ;H -i-(i--r y F-;i/-3->f 

;i/)-2-t^yxfM -l-tr^9^>*/l/3j<^r-9-^ K 




14 9 



ffi$E# 2 0 0 0-3 0 
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lit 1 7 4 ] 



" ft 

N 



TpR'Sr ■ ■ c-!?7^. ?c7i 2224. ■ 1634 ■ 14?.^ . 1 43* ■ ': 25? • ?009. 7 4S - 7 jO cr ~ 
O [0 2 16] 

JWT©HWJl03~104{CBB«©ft-it^f«|ligMl 21 l^taHC bT-a-m b fc. 

iyfeMi03 

l-/<>y-r;i/-N-[(lS)-2-[(3R,S) - 5-^Dn-3-[(i/^W5;)^fM-l,2 

[<b l 7 5 ] 
CI 

o 




" 6 



N 

0 




IR(KBr) : 3299, 2944, 1636, 1458, 743cm" 1 . 
MASS (FAB),»/z 626.2 [(M+H) + ] 

mmmioA 

3-(i-s<y-S>( i?— ;i/)-N-[(is)-2-[(3R,s) -5-^nn-3-[(i;^f;i/ 

J)*?-M -1,2,3,4-^ h^t: Kn-i-* y v-M-i-a-^y F-;w3-w 



15 0 



2000-3092626 




#2 000 — 215837 




[it 1 7 6 ] 
CI 




IR(KBr) : 3272, 2928, 1636, 1458, 1281, 741cnf i . 
MASS (FAB),m/z 654.3 [(M+H) + ] 
[0 2 17] 

N- [(lR)-2- [(3R)-6-^nn-3- [(S^^l/T^ J)*=f-M -1,2,3,4-5=- 

h^n Fn-i-^y U-;v] -i-(i->f > K-;v-3--r ;b^^;i/)-2->}-^y 
x^;v] -3- [l- (2-t: Fn^pi/^>y-f -4- tr^u yn/o 
F 

[ftl 7 7] 



(137mg) ®7th-h'J;Hli (15ml) iCHOBt (142mg) 
, N- [(lR)-2- [(3R)-6-^ D n-3- \{V % *JIT 5 J ) * ^/l/] -1,2,3,4- 

fh7t Fn-i-^p; u— ;H-i-(i — f > F-;i/-3->f 

yxf;V] -3- (4- t^^'J i/- ;i/)^n/^>T^ F (400 mg) fc<fctfWSC (177m 




15 1 



mSE#2 0 0 0 -3 




o 
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O 



mmht~ 0 mt*(D* $ ; -)i (2mi) ^^x^mm^)^ (2mi) com^mmiziox 

U *fi^b^#N^^^5:IPE-e^b^M^ (134mg) £#£ 0 



IR(KBr) : 3263, 2934, 1632, 1487, 1454, 743 cm 



-1 



O 



J£*T © MMW 1 06— 1 07 ic IB«© -fb-^-^i l £ m ^ ic L x -£ri& U 7c 0 

N-[(lR)-2-(5-(r-fe^-;i/T ^ y )-3-[(^^^;i/T^ y )*?-M -1,2,3,4-^ 

\l KD-i-^y u— ;i/)-i-(W> K-;w3->f;^f;i/)-2-t^vxf;n-i-(h 

[ft 1 7 8 ] 




IR(KBr) : 3299, 2934, 1686, 1458, 1204, 1175, 1144, 745cm" 1 . 

MASS (APCIMASS),m/z 641 [(M+H) + ] . 

HiSMl07 

N-[(lR)-2-(5-(T-fe^;i/T5 J )-3-[(^*^;i/T 5 y -1,2,3,4-r- 

15 2 miiE# 2000-3092626 




o 
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o 



o 



o 



t: Fn-i-3fy U— ;i/)-i-(W> F-;i/-3-^;i/^^;i/)-2-^-=3pyx^;i/]-3-(i- 

[ft 1 7 9] 




_-i 



IR(KBr) : 3272, 2930, 1634, 1456, 1283, 741, 710cm 
MASS (APCIMASS) ,m/z 677 [(M+H) + ] . 

[0 2 1 9] 
HJfeMl08 

N-[(lR)-2-(5-(T-fe^-;VT^ J )-3-[(V*?-)VT < J ) * -1 ,2,3, 4-?=- h ^ 

ti Fn-i-3r>> u— ;i/)-i-(W > K-;v-3->r;i/^^-;v)-2->rdf y^:^-;i/]-4-if 

[ft 1 8 0] 




IR(KBr) : 3291, 2934, 1647, 1458, 1202, 1177, 745, 613cm 



-1 



15 3 



ffigE# 2000-3092626 




o 



#2 0 0 0 — 2 1 5 8 3 



o 



MASS (APCIMASS) ,m/z 545 [(M+H) + ] . 

N-[(lR)-2-(5-(7-fe^;i/T^ ;)-3-[(^f^/7§ 7) * f -1 ,2,3,4-t- h 5" 
[ftl8 1] 



3 

NH 



OCJ' X 




o 



IR(KBr) : 3289, 2944, 1636, 1456, 1283, 789, 743, 710cm" 1 . 
MASS (APCIMASS) ,m/z 649 [(M+H) + ] . 
[0 2 2 0] 

mmmno 

N-[(lR)-2-(5-(7izf Jl/7$ J )-3- 7 ^ J M -1,2,3,4-f Y=5 

n Fn-i-^7 y-/b)-i-(i-> f > K-;i/-3— f;i/*f ;v)-2-t^yif ;v]-4-(2- 
^^y-2,3-s^ti Kn-iH-/<>x-r ^ *V-/i/-i->f ;i/)-i-fc>cy 
^ K 



15 4 



2000-3092626 



m 
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[ftl82] 




IR(KBr) : 3300, 2944, 14634, 1456, 1233, 995, 743, 694cm" 1 . 
MASS (APCIMASS) ,m/z 622 [(M+H) + ] . 

mmmm 

N-[(lR)-2-(5-(T-fe^;i/T^ J )-3-[(^^^;i/T^y)^^^/] -1,2,3,4-5=- 

n vu-i-*j u-^/)-i-(i-> r> K-;i/-3-> f^^f^)-2-**yxfA/]-4-7 



15 5 



tfJSEIS 2000-3092 6 26 



O' ' o 
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O 




Or 

I 

CH 3 



IR(KBr) : 3260, 2940, 1694, 1372, 1246, 741cm" 1 . 
MASS (APCI MASS) ,m/z 677 [(M+H) + ] . 
[0 2 2 1 ] 

mmmi 

(1) mmmiT*&e>nfeit&® 50. o mg 

(2) 34. Omg 

(3) h-?=En3« 10. 6mg 

(4) hV^UZlS/WW 5. Omg 

(5) ^fyV^iT^^t/'JA 0. 4mg 

(6) ^;i//K^ri/^^;i/-fe;i/n-x^;i/i/^A 20. omg 

ff 1 2 0. 0 mg 

nmK'&^±m d) ~ (6) &m$Bc<k*m^u $s*u&#fc. 

[0 2 2 2] 

(Molecular Cloning) , 1 9 8 9 ^^J&lCfBStf^J&lC^o 

15 6 ffiSI# 2000-3092626 



o 



(3 #2 0 0 0-2 1 5 8 3 



o 



(1) t h • V7b^^>l/t^-g6IW^^4 (hSSTR4) D 

^©thSSTR4DNAOtSI?!l [Rohrer£, rtU V- V > >? • $"7 • 
if - ^"S/3^-;i/- 7^^^ - • Jf^"- ir^f Ji^izX • -C7.ai— (proc. Natl 
. Acad. Sci., USA)90#, 4196-4200K, 1993^] &Cgt5£, DNAt'J^T- 
„ S 4 - 1 £ J:t>*S 4 - 2 Lfe 0 S 4 - 1 (D®2#l«. 

5'-GGCTCGAGTCACCATGAGCGCCCCCTCG-3' (@B?U 

zgr-g : 1 M. S 4 - 2 ©IB^Llte- 

5 ' — G G G C T C G AGCTCCTCAGAAGGTGGTGG— 3' (IE#J# 
# : 2)-??&£ 0 

th^MDNA n>5^y *t±/ ^#-^CL6550-i) 

£ffiV^ 0 iDNA 0.5 nglC _hgBD N A:* U dTv- £ -^tl^tl 2 5 pmol-fo 
fltJA, P f uDNAjKU^7- fe* Uh7^^->(«)) 2. 5i£&$:m^T>K 
U ^ 5 - t**iS)S?:ft^ o fc„ SJStffi^li, Pf uDNAjK'J^7-t'(3 

fcfogkm*. 9 41CT'im 6 6TCt*m 7 5 , C-e2^^$: lV^Vfril 

^5. X (*&1. 2 kb) 0DN Ari#^#Ml^C^iM£tlTV%£ 

0 tDN Am>n$rT^D-^^;V7!)^Si*lCLfe^oTtHlljXU> HincIIf 
■i bX*mmisfc7^*$ KpUC 1 1 8tC^U h-fe;i/T'^>^>^ 
^ (Escherichia coli) J M 1 0 9 IC^SCI^ b£o IDN A^5:^tJ7 0 7^ 

^ K£^i-£7im&£ltt£;iifcl^ ^^5:MvNfceiirmM^ff^gAL 
F DNA'>-^r>f - (-7T;i/Vi/T?±ig) T*#ADNA$T,tfftf>i&M2?!I : £:tfi 

[0 2 2 3] 

(2) UK - >l/t^-ieiW^^4 (hSSTR4) D 
cho PA 

15 7 ffiH# 2000-3092626 




#2 0 0 0- 21583 7^~^ 



O 



KKO-1 1 1 Zm^t-o pAKKO-1 1 1 O \Z L/Tilbfc„ #B§ 

3^5-07638 5-J§-&#glCffi*©P T B 1 4 1 7 (H i n d I I 

I) feitXMBRSUR (CI a I) ^KaoTSRa^n^-^-JSitfp o 1 
y A#iJDi/^^-;b&-^^ 1 .4 kb©DN A^#£*§£.„ * pTB 3 4 8 (Na 
ruo, K. et al. A J T ft )\/ • T> K • MitV 4 tslJJl • U "9— ^ • 3^ 
rL n^r-i/a>X (Biochem. Biophys. Res. Commun.) „ 128^, 256-264H(19 

85)) fr<bfflm&m (c i a i ) &&z$Mmmm (sai d «tsic«k y s>t k 

©DNAHt^?:T45K , J ^^-iz^tCJ; »J5fc*&¥»5f!3SlC UifctL T 4 U ^ 
-iftcJ; »J3**gU pAKKO-l 1 l^^x^ KSrtl^bfc. 

(Xhoi) tifbim i %r**a-^^;i/m^«r$:^v\ th-ssT 

R4 F-TS 1 . 2 kb©DNA^ SrEMXLfc. fit, ±IB©^^ * * 
-pAKKO-111 (5.5 kb) 1 n eZfflmBm (Sail) Tift U t 
h- SSTR4 DNAWT^r&SA-rSfeft^^n- — >^«PffiS:^3Sbfec ^ 
SSSi'** 1 .2 kb(7)DNA»T^i:?:T4DNA'J^-ifl:ffl^^t^ 

u fcfomzi&ftijfri'V&mzTizmm jmi o 9c#ai, 

*p£>fch- SSTR4 DN AWTtftf^D^-* -KI*f LTJE;£lRllC*f A3*lfc 
163^^9^^ KpA1-1 l-hSSTR4 £#fc 0 £ ® mUts&tt & *Jftfll ( 
Escherichia coli) JMI O 9/p A- 1 - 1 1-hS STR4 il^^bfeo 
[0 2 2 4] 

(3) H h • VYM3!f>l/ty3!-Saif^>f7 e 4 (hSSTR4) D 
NA0CHO (dhf r") m^CDMAtl^M 

CHO (dhfr") Ml X 1 0 6 M&, fitM 8 cm© — U&MV^T, 1 
0%?*/]i&Jfcjfo»«:-£tJ^AF 1 2«*T?2 4l$ra&&U r tf)*Hfl&lC_hfaT*# 
fctlh - SSTR4 DNA^5^U* pA-1-1 l-hSSTR4, 

1 0 /tg$: U yWUmi/y (Cell Phect Transfection Kit ; Pharmaciafrlg 

- ^ (DMEM) {C$t*_T, *W3n--?:MtslSie ( 

158 ffilE#2 0 0 0 - 3 0 9 2 6 2 6 




#2000—215837 



Mfcf%MW& [50mM h'J^-lS, ImM E DTA, 5mil M^^'^y^A 
. 0.1% BSA, 0.2mg/ml 10 /ig/ml U^^^^y. lfis 

/ml ^7.^^-y, 2 0 0 units/ml T^Df-> (pH7.5) } T*#$*U 
*fflJ8£g££2 0 0 /tl*feU2Xl 0 4 ii:ilbfe o 2 0 0 m 1 £5=- ^ - ~7iZfr& 

5 nM f 125 ! 1 - Vv h^z *f - 1 4 (2 0 0 0 C i / nunc- !.7"i^^|l 
Q m) 2ti\*mUL. 2 5 °C. 6 0#Rg>f >^3.^->>a>Urco 

(N SB) SrM^t-'SfefelC. V7h^^f>-14 (10~ 4 M)2 

nizMz-tt y*=LK-i/nyLfc 0 mwmm.mwL cso mM mj 

X-^. ImM EDTA. 5 mM^Lvy^^^A (pH7.5) ) (1.5 il 
) SrSsftlU GF/F^^^^*|5IS (Whatmanft) T^iE. £<blC|!^«?£ ( 
1 . 5ml)T?^Lfe 0 3IKtf> [ 125 I] £ r Lfc„ IT, 
V7h^^f>^»S^« h S STR4 - 1-2 ZM1RVr=. B 
[0 2 2 5] 

(4) 7<yh-y7h^^f>HZ^-gfifiW>f^4 (rSSTR4) 

^ »7>yhSSTR4 DNA©&M2#I CBito.H J. Biol. Chen., 2 

69#, 12722-12730K. 1994^] tC^T5£, DNA^'JiT-, S4-3£J:O t 
S4-4 £-£r/&b£o 

S 4 - 3 ©ffi^JiS, 5' -AAGCATGAACACGCCTGCAACTC 
-3' (BB^rj## : 3)$>U, S 4 - 4 <Dmm$. 5 ' - G G T T T T C A G A A A 
GTAGTGGTCTT- 3' : 4)-e&£ e 

mMUlsTte. Spr ague-Daw ley^y hA^ifeftDNA$:E a s y — D N ATM 
KIT (-T>tfhD^> (Invitrogen) *±|g) *m^Xm%khtz.%(D*&.m Lfc 
0 iDNA 0.5 ng&C±fBDNA;f l> □fV-£^*l j e ? n2 5 pmol-Toitl^, T 
aKaRa LAPCRKIT (TaKaRa) *±§g) &^V>TjJ<U * 9- 

159 ffiE#2000-3 0 92 62 6 



o 



#2000 — 21583 7/ 



o 



Rj&lkftl*. 9 5 °C V 3 0 1£|8|, 65tT'2^30 #K 5:1 t^^;i/i:lT, 

n AmR*Tj3u-^¥)\sfr^%mz.Lt^^xmUh. originalta 

CLONINGKIT (Invitrogenfrig) (pCRTM2.1 
£t) )lZ.mWtL. Z2y¥^->h-t)VT*&Z>*MM (Escherichia coli) J M 1 0 



[0 2 2 6] 

(5) V ' W hX^f> l/-fey^-aaSit^^-r^4 (rSSTR4) 
DNA0M^7X^ FOflBB 

CHO«-e©5§Ji^^ UTtt. JtgS©P AKKO - 1 1 1 fcffi^fco 

JhS3"??# •Sbtlfc 7*y h • SSTR4 DNA^$:ttS^7^^F 5/ig£ 
IftJPMfii ( E c o R I ) T??IMfc U T4DNApolymerase mM V f=.&. 
, 1 %T#U-*^;i/«^t&£fJvv 7^ h • SSTR4 5:2- Kt5 1 .2 
^ kbcDDNA^^EURbfeo L/T, ±M^^^~P AKKO- 1 1 1 ( 
5.5kb) lyiig£MP»fii (CI a I) T'Wfc. T 4 D N A polymer ase > 
lkaline Phosphatase'^ U =7V Y • SSTR4 DN Amft$:WA*?Z>fc#) 

0^u-~y^m^^mvr^o mmm^t 1 . 2kba>DNAmnt 

5:T4DNA'J^-€l:fflva^U RfcWLZi&it* JVZsV A*£&CT:*J®M J 
M10 9lC#Ab> fRSWW^7^h- SSTR4 DNAl^O 
^-^-JC^fbTJii^loItClffAStl^^y^^^ F pAl-ll-rSST 
R4£#fc D Z.<W&n.WMik*±mm (Escherichia coli) JM109/pA- 
1-1 l-rSSTR4 tm^Lfc, 

(6) 7«yb- VTh^^ff >l/t7°^-S0I^y^>fy4 (r S S TR4) 
DNACCHO (dhf r") ffiAfflfAi:^ 




16 0 
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(3 #2 0 0 0-2 1 5 8 3 7 o 



CHO (dhf r") mm I X 1 0 6 HHfl££, 8 cm© */v - U &JB ^T, 1 
0 %Vi/fe'JlltLm&iZti a -MEMJJfi (U I/**/ K • "T^^f l/*- 

S/F-£#) T'2 4tK^f U 3©|fflBSlC. ±|BT*#^7^h - SSTR4 D 
NAfgil^^X^Kl pA-1-1 1— rSSTR4> 1 0 /* g£ U 
VJaW, (Cell Phect Transfection Kit ; Pharmacia) -elAbfe. iA2 4tH 
«L M?: 1 0%llf^«lf ^^a-MEM«i (Utf5?* 1/^2/ K • 
t**^** J&ifiKlgia.T, *fiT*nn^-l:MtS»i ( 

«*- * % ri b f t* f i , t r . t* % iz . jg#? ? ti tz m m p mw-^w,^ 

ICLT. V^h^*^>*g^?Stt©l«VA|Hje*, rSSTR4 -20-25^S 
[0 2 2 7] 

(7) VYhX^f >Ut^^-4 $;MtSCHOi6iB^0lg 

t h 33 J; v V • V7bx*f> l/"fe^ , *-4^3SCHOj(Hi!a«c, h S S T 
R4 - 1 - 2, $>£^ter SSTR4-20-25 (1X1 0 9 M) £ 5 mM E 

DTA&ssnbfcy;/»««£«i*aufc (pbs-edta) jc#j&2iH8M>b 

fe. Mm<Ds<lsv biZMffimfc^is* - hAy?7- (1 O mM NaHC0 3 , 
5 mM EDTA. pH7.5) ^10 mlllOX.. /tfU h D > jJn^E V~f~A if — 
T*^*- h bfco 4 0 0 X g-V 1 5ftm&foVTnt>tlt~±m*:2 *>IZ 1 0 

o, 0 0 0 mm&ommynzntco z.<Dvm%i)*2 mi© 

7>yt-fAy77- [25 mM Tri s-HCl, 1 mM EDTA (x^ VyV 

y ^ ymWW.) .0.1% bsa y;v:/^ » , 0.25 mM pms 

F (7i-Mf M;btv-^/7;^7^ F) , 1 /tg/ml 2 0 

ytig/ml D^f^^^y. 1 0 fig/al 7*7>7#7U*>> pH7.5] JCjttflll/ 

, 100, 00 oxgfiwMbf:. Vuwyst.LTmi&zntmmftzn'c} 

2 0 Bl©7-yt>fA^7T-lCiIb, MIX, -8 01CT^#U 



O 



16 1 
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[0 2 2 8] 

(1) \L V • y7h^^f>Ut^-iaiW^^l (SSTR1) DN 
A CD -7 U — — > 

^^ncon h • s s t r i c DNAco^Sifi^fj [:/□ i/—vy^f - 

i/m-j-fl/ • Y3)^r^ — ' ■ t>fx>^ • n — nixx— (Proc. Natl. Acad. 
Sci., USA) , 8 9i, 2 5 1 - 2 5 51, 1 9 9 2^] IC»^£, DNA^'J 
— r*cr _ c- - _ - j-rf c i — ? p^ml.t- . 5 ] — i OfB^iJ^. c ' — GGTC 
GACCTCAGCTAGGATGTTCCCCAATG — 3' : 5 

) T*&U> S 1 -2©BJ#lfcJu 5' -GGTCG ACCCGGGCTC AGAG 
CGTCGTGAT — 3' 6) T*&& 0 fifS!£GTti:> H 

DNA (*a>^y**±, L 6 5 5 0 - 1 ) £ffiV^ 0 iDNA 

0. 5 n g {CffrfH©DN A^-U zST- 11^*12 5 pmo lffiz., PfuDN 
A#y*9-1? Uh7^i?-Xi)) 2. 5#ffifeMV^T3j<U^9— 
/SSrfTofeo SJ&i&SBffctt. SEP f u DN A#V t^-HlZttttZtltcm^mK. 

'ft-Dt~ 0 BLfctkm** 9 4rtim 63ictim 7 5t:-e2#ra£ 
^^i/hiT, 3 5-9- -r ^^/«*yjgufc. 1 %r^rn-x^t?m»* 

mLt^tza. B&3£-tZ>-V-4 X 2 k b) ©DN A Wr^#^fl9KHt*i 

SftTV^,, ^DNA^T^$:r^D-^^;i/^^S^lC^oTllIJlXb. Hinc 

n>; (Escherichia col i) JM 1 0 9 (Cf liibt. gDN A»i^§:^tf^7 

LF DNAiz-'fr^t- (7T^/VS/Ttfc»3t) T?#ADNA»Ttf<0&3SBJ#l 

$ ti tc m m t %± i c - st g c 

[0 2 2 9] 

(2) ^•V?hZ^f>l/t^-SSWN^l (SSTR1) DN 
ACOfg^^^X^ KCD«tH 

CHO (ft-f--X7NA^^-M) «BJ8&T*©|§^^^ GTte, PA 

16 2 ffiSE^f 2 0 0 0- 3 0 



#2000—215837 



KKO-1 1 l^M^fco pAKKO-111 \$lk<D£o\zmm\^t~ B #H¥5 
- 0 7 6 3 8-5 #^#ICIH^CD P T B 1 4 1 7 frS, H i n d III^3«tt>*C 1 a 

I^SlUotS Ra^n^-^-^lFpo 1 yAffl^^t;vm 1 . 
4kb©DNA^^#rc„ P TB 3 4 8 (yW 7t T ^ • T > K • A 

<4 7$"7>< ■ Uif — s f" ZlS.=L—->r—i/3>X (Biochem. Biophys. Res. C 

ommun.) , 1 2 8, 2 5 6-2 641, 1 9 8 5^) fr&Cla Ife<ttfSa 

l i^sifc <fc y FnMl^fi (dhfr) »ef^4. 5kb©D 

pa _a iff kr ^ ir_ , Z t), <b (75 D N A t-T 4 U 7' 9 — if#>3S JC «t U ^M^^W 
^tCbfe^> T4 Utf-ifiC^UMliU pARKO-1 1 l^*i~ F&fii 
^b^o #JCf$gB (1 ) -£«<b*lfct: h • S STR 1 DNAi^&f t57"7 

K5 n g fcMPWiSis a i mmi; Ufc^> 1 %y # a 

k: h • SSTR 1 Zn-F-TZ 1. 2 k b CDD N A®T# fcHURUfco * 
bt, lalH©M^?^-pAKKO- 111 (5. 5kb) l^gfcSall 
-trMfliU nh-SSTRl DN A»r>r^#A-t^fc*©^ n-- >**g|Sfe£ 
f|s/&Ufc 0 K^^?*-^^ 1 . 2kb©DNA^S:T4DNA'J^-f 

K^il^^^^^ti h - sstri DN Am##^n^-#-tc*|-LT!JS;fr|ni 

(CffA§rife||5i-7 0 9^^ FpAl-1 ] - SSTRI r©7£JC<ggl# 
?:iS/x'Jtr 3'J J M 1 09/pA-l-l 1-SSTR1 
[0 2 3 0] 

(3) th-V?h^^f>l/t^-5fiWN^l (SSTRI) DN 
ACCHO (dhfr") «HJ9&^0^Afc^ 

CHO (dhfr") fflffi> 1X1 0 6 jjfflfl&£, [£#8 c m(D i/ -V - V £ffi V^, 
1 0%?$/J£J>ajrtl»&^tf^AF 1 2MT'2 4l$ri«iU 3<Z>ijSfflfl^cMfB ( 
2) T'#fct: h • SSTRI c DNAW7^5 Fl pA-l-ll-SS 
TR1 ( 1 O/tg^V^iA^^^A^ (Cell Phect Transfection Kit; Pharm 
acia) T'lAbf:. S*A 2 4 BtrlHSL 1 0%38#f ^ S/fl&iliJflHSSr^tf DM 

EMJg«JK:iJI*.**\ ***T?3n--«:^*tSifi («£>*>, DHFR+U 

16 3 tfJ5E#2 0 0 0-3 
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TRcDNAWfii^Mill (5OmM0h'J^M 1 mMffi E D 
TA, 5mM(D»^^')^ 0. 1%©BSA. 0. 2mg/ml©/ti/ 
h^S/^, 10Mg/ml©O^^7fX i/tg/mie^^X^tX 2 0 
0 u n i t s /ml ©T^n^-> ( p H 7 . 5) ] VftffiV. MMm* 2 0 0 
Al^fc»J2X10%ICiIlfc o 20 0 /iUfa-7i:MU 5nM I 1 
25 I] -VYh^^f >- 1 4 ( 2 0 0 0 C i /mm o 1 , Amersham) 2 *t 1 £ 

Q SB) £$J5S-t<g>£i&^ y7h^^f>-14 (1 0~ 4 M) 2 >a i $:;!J^;ifc^- 
M0EDTA, SmM^tftV^^^ix (pH7. 5)] (1. 5ml) £^ 
#IJU GF/F^7Xii5i (Whatman*!) ££iC|^«$[ (1. 5 

ml) T'^Lfeo 6M<D C 125 D & r -^^>^-T'iU^bfeo :L©<ke>lC 
It, V? SSTRl-8-3l:I«lfe t 
[0 2 3 1] 

(4) th-y7hX^f>l/t^-5fiIW'f^2 (SSTR2) DN 

£^Ptf)t: h • S S T R 2 c DNA0£iS?J ("7 0 i/-?Jy>f • 7T^' • if • 
j/ 3 t;i/ • Tj]"r^ - - • -9-^foi>^ • a-l^l- (Proc. Natl. Acad. 
Sci., USA) , 8 91, 251-255 M, 1 9 9 2#) Cfi^t, DNA^'J 
dfv-PT- 1 £J:tfPT- 2 £llrf£L£ 0 P T - 1 ©BJ#ll±, 5'-GGTC 
GACACCATGGACATGGCGGATGAG — 3' (BB#|## : 7) 1? 

PT- 2CDKWMU 5' — GGTCGACAGTTCAGATACTGG 
TTTGG-3' (BB#J## : 8) T*&£c thfiftcDNA (^D>f>^ 
*L •h#U>f& J %l 1 7 3-1) btffi^to IcDNA In g IC IS 

ISDN A*U =T7-fc-£*l-£*l2 5 pmo 1 flOA, T a q DN AjKU * 9— £ ( 
SiB:£(80) 2. 5#^$:MVNT3KU ;* ^-Ifig^RjSfcffo fc. KfoWimmt 
, ItffBT a q DNA3KU^^--fe'tC^#$tlfeJI^«{C^o^o ^JS^#&. 9 
4t;t3 0m 5 2rt20m 7 2TCT? 6 O^lfflS: llf-f 9 )l t IT, 3 

164 ffit#20 00-3 092 626 
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mt-f&vjx mi. ikb) ©dn AmKt>mmmzmmznT^t 0 mn 

N A^T^-^T^D-X^Vl/^^^iC^oTiaiRb. Hinc I Ii^-f h 
UtpUC 1 1 8 Cg^^b. u>lf5 1 -> h-fe^^^-SJie/ai U t:T (Esche 
richia coli) JM10 9Miilfc o f DN Ai/tl:^tf^7,^ K?!t 
-rS7£fC5f£#l#£ 2$c (No. 533J:tHo.7) MtkV. $k?b&m$:m £ftft&££ 
BB#Ifi£#T^tt3 7 3 ADNAi/-^r>t- 7 K/Wti/Xf ATO T 
?l? - p w a Kr (OMM-W-^ ?" 5^S^ 2' Jr'^ - Nc 5^5? S e J 7 ~ 5 s t F 1^ 
©7 7 0/<-^^ODSBM*lC^^l>?rm5tigStl, No.7^©B s t P I - 
Sal IK© 3 6 0^-^^<Z)IB^J*lc^M^l>5rm5i^$nfco fit?, 
No.5$c©B stPI-Sal I & <fc tfNo.7$c(£> B stPI-Sall £Rfc^ 

[0 2 3 2] 

(5) £ b • V ^ h*#^>l/iZ^#-^S«i^:/#-fy"2 (SSTR2) DN 

CHO -X/\J*X*-StM0 *HBST*©f6^^^^-hbTti, MSS 

(2) fBfCpAKKO- 1 1 1 fcfflV^o ffffB (4) -e#£>*lfct: h • S ST 
R2 c DNAm#£^i-£y^;*^ K5 ^ g &fim&£S a 1 I "C?Bfl:bfe*, 
1 %T#D-;*y;i/«^imT 1 vv t h - S STR 2 Ft" 6 1. Ikb 

(DDN AmftZmfchfeo fit, ttfSB^^^^-P AKKO- 1 1 1 (5. 
5kb) IT*Mftb> t h • SSTR2 DNA^$:jfAtS 

fcfc©*n-->4f»& ! Mfr»bfc. K^"^*-^*: 1.1k b©DNA 
iit?:T4DNA'J#-t*^V^^U £tJ6*fe*fl;:&/I/S/9 A&fCT*j® 
IJM1 0 9CiAU &m.mmfc<D*Pfr*>K h ■ S STR2 DNABtW 
n^-^-JCMbTli^ieiJC-JPAStlfe^^^^ FpACO 1 £#fc„ Z.<T> 
fIiI*5:Xi/i'Jfc7 3'J (Esherichia coli) JM109/pAC01 

16 5 mSE#2 0 0 0- 3 0 
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[0 2 3 3] 

(6) K h • VVh^^f >l/t^-SeSt^>f^2 (SSTR2) DN 

accho (a h f r") mm^omxtmm 

CHO (dhf r") MM 1 X 1 O^mm^. 1L&8 c m©i/^- 
1 0%^B6J&JM£^tiV\AF 1 2^«T'2 4 B£H*8#U r ©^BglCttflB ( 
5) T'fffcth- SSTR2cDNA58^7^U* pACOl, 1 0 jb g S: 
U (Cell Phect Transf ection Kit; Pharmacia) Tr^Abfco 



• SSTR2$:IMt«f, SSTR2-HS5-9»lfe. 
[0 2 3 4] 

(7) th-y7bX^f>l/t^?-Seit^^^3 (SSTR3) DN 
A tf> ? □ - — 

&fcj©fc: h • S S TR 3 cDNA©tSffi?!l 1/ 3f n. ^ - m > U^ni? 
- (Mol. Endocrinol.) , 6m, 2136-2142 K, 1 9 9 2^) iCio't 
, DNAt'Jdv-, S 3 - 1 S 3 - 2 £-ftrJ&G£,, S 3 - 1 ©gE#R±. 

5' — GGTCGACCTCAACCATGGACATGCTTCATC— 3' ( 

: 9) T*y-, _S3-2©K#ltt* 5' -GGTCGACTTTCCC 
CAGGCCCCTACAGGTA - 3' (SE#I## : 1 0) T*&&„ iitl 
Ttt, th»DNA iluy^-v ^tfc, ^3!nmCL6 5 5 0-l) 5: 
M^fe. gDNAO. 5 n g iCitflED N A>T U .zJv- 2 5 p m o 1 M 
X. Pf uDNAsK'J^5-f Uh5*S?->(*)) 2. 5#ffi&fflV^5KU 
*5-i?3t«lRffi&fTofc. S/S*jfi^tt. P f uDNAjKU*9— t?Kl»#S 
tlfc^^Kl&ofco 94t:fim 6 31Ctim 7 5TCT' 

2#fS£ 1 GT, 3 5-9->f *;i/»yagl/fc„ jRffifcS: 1 %T#a - X 

wt^ibfci:^5, ewii-rs-y-^fx 3kb) ©dnaw 
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[0 2 3 5] 

(8) bib • V7h^*f>l/fe^-5eft^'f^3 (SSTR3) DN 
A (7)^^* 5; K®«£§ 

CHO^ffllST'OB^^^-i: fufB (2) |Bi©pAKKO- 1 1 1 

5:ffl^fe„ fuSB (7) T*#e>tlfet: h • S STR 3 DNAiifrmS^X 
^ g £ftJ|5«flS a 1 I-e^fcL^^. 1 %T #n - X>!f ;b«£C*»S:*T 
W th-SSTR3fc3-Kt41. 3k b (D D N A Jffttf & ©iR L fit 



O th-SSTR3 DNA»ijt$:^A-r<g>fcfe©^ n-^->^SISfe$:^ 

^2§3I^#-£:1. 3kbCDDNA^^?:T4DNA'J^-€?:ffi^ 

tfi<Dtpfrt> t: h • S STR3 DNAift/tTb^a^E-^-lC^f UTffl^InllCff A 

KpAl-1 1-SSTR3 £*§fc 0 (DJ&mM$k&*^ > 
aiUfclT (Escherichia col i) JM1 0 9/p A- 1 - 1 1 - S STR3 

[0 2 3 6] 

(9) t: h • yvh^^ff> l/t7'^-ieit^^y3 (S STR 3) DN 

acqcho (d h f r - ) mm^<Dmxt.mm, 

® CHO(dhfr~) ijfflflg 1 X 1 O^flSfc, !t#8 c mCD^-V - U^M^X. 

i o%^e/^jiii?f $:-^tfAAF i 2^*1? 2 4B#WJg#u ro^Mtctuia ( 

5) t'ffcth- SSTR3 DNAW5XU* pA-l-ll-SST 
R3, lOAg^y^^Ait'iAlL «A2 4^t, W10 

ma DHFR + M) SraiKbfc. £*>{C, BjR3*l&IHltt£l5* 

■fe^-seK^ffi&tifia (3) mm<Drt4>?4yyTvt'(vi£ym&is 

fc„ rcoi^tcbT, yvh^*^>|g^?Stt©i«v^ie«c, SSTR3-15 

- 1 9 zmnLfco 
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[0 2 3 7] 

(10) \L h • VVh^^f>l/t^^-geiW^f^ (S STR 5) DN 
A © ? D - — > ^* 

<&£q©kl h • SSTR5cDN A ©^SSt^'J [Biochem. Biophys. Res. Commu 
n., 19 5f, 84 4 - 8 5 21, 1 9 9 3 Kgo'^ DNAt'Jn'T-, 
S 5 - 1 £ £tfS 5 - 2 £^b£ 0 S5-l©g2#J&> 5'-GGTCGAC 
CACCATGGAGCCCCTGTTCCC-3' (BB#!#-^ : 11) t *J 

* ■■' - - ~- - ' - (f 

'. *» 

Q TGG-3' m$m^ 12) iMtbttl thMDNA 

U-yrvVVL. ^?0WCL 6 5 5 O-1) &JBV*fc. iDNAO. 5ng 
KZiJIBDNA^U jf7-Sfftf*l2 5 pmo 1*0^., P f u DNAsK'J^7- 
f 2. 5J|tffc&fflv*T>Ky >19— ^3*«lE-Ji5fcffofe. 

jK/Mffiffcte, P f u DNAjKV * v-iflC^#Stifefl^#tCt^ofco Kfagz 
frfcfc, 9 4ttim 66"Ctim 75t-r-2^5:l^^;i/i:tT, 

3 5iM iE^fc. i %7^n-^W*l^Ulfei:r5, 

Btfj£-r<5i^>C lkb) ©DNA^#5WMttlC^i|i§;**lT^;k 0 ftf 

IS (1) SB«©*SC«J:ySDNAWT>TCC>J6l6BB^IS:?«SUfci:r5. 

[0 2 3 8] 

(11) h • W^3!f>Ut^-geiW^ ^5 (SSTR5) D 

'CHOlHlfi-eO^^^^-ilbTtt, SugE (2) iSl©pAKKO-l 1 1 
£ffiV*fce lalB (10) T*m*>nt=.K h • S STR 5 DNABi^if t5^7 
K5 fi s Zffllfc&ms a 1 Itlfttm 1 %T^U-X>f>m^«I$: 
=f?V^ th - SSTR5&3-Kt51. 1 k bCDDN AWtf SrEURbifco * b 
T> ifjfBtf)^^ # ~ P AKKO- 111 (5. 5kb) Ug5:Sal IT* 
MftU th - SSTR5 DNA$T#£ffiA1-£fc&©^n- — >**§flfe£# 
f£bfc 0 m^m^* * -mftt l . l k b©DN AKItt l:T 4 DN A 1) A*-t* 
£JBV*T*§-£U fcfcWL&i&itiJJVi/y&mzTjzmm JM 1 0 9 {C#AU 7£ 

16 8 ffilE# 2000-3092626 
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JHESI#0>(f»**&l: h • S STR 5 DN Am^^ya^E-^-lc^f LTPR^fnl 
icff A£;ft£^y^$ FpA1-i 1-SSTR5 *mfc B z.VT&MMMft 
?:li/i'Jt7 3'J (Escherichia col i) J M 1 0 9 / p A - 1 - 1 1 - S S 

T R 5 tm^-tZ* 
[0 2 3 9] 

(12) th-y7b^^f>l/t^-geiW>f^5 (SSTR5) D 
NACCHO (d h f r") M$&^<£>m>A 



1 1) "e#fct: h • S STR 5 cDNAM^7^$ F pA-l-ll-SS 
TR5, 10/ig?:V«^AWAbfc. #A2 4H^, 1 
0%^^i/J^jr?,Jlil»5:-g-tJDMEM^lC^x.T, Mt'30i-5:||t 

u-k^^-m^Mmm^mm (3) mmcoA^y^^ ^^r^^^iz^vm^. 

Lfc. rCD«fcs)lCbT, V^h;***>»^?Stt©«V^lfc8u SSTR5-3 
[0 2 4 0] 

(%) 

lS^&7>yt^M;t-y7r-t*flbt, 3/ag/ml£U f a-^lci 7 3 
S^S^»UDMSOit2 Atlil, 2 0 0 pM<Z)»«- 
tlUHbyv 1 4 ( 125 I- V7Mi!f>- 1 4 : T VS>^i**±Sg 

) 2 5*lfc£HI»K*»0fc. *^clt-&*S:tB3fe"t*fe«>K:, DMSO 2^1 
^200 pM<Z) 125 I -V7b^^f>2 5 /t4li:S:^Mbfe^?S$:MSgLfeo 
##Mfft^£M5£-r££tf>tC, 10 0 /iM<Z> W fX^f >©DMSO 
2/41^2 0 0 pM© 125 I -W b^^ff>- 1 4 (D^mWL 2 5 a lt&iJlI 
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#2 0 0 0-2 1 5 8 3 Q 



^ y$mi,fcVv h7>;?7X7-f (GF-B) fc^T^/S^S^ia 

) Z&tbfe. 

(TB-SB) / (TB-NSB) XI 00 

t b : m^m^mmm^. 

(I C 50 >fa) ^Hill^D-y h J: y^tHL^o 





I C 5Q (nM) 






S STR 2 S S TR3 


S STR 5 


14 


0.6 70 


300 



[0 2 4 1] 

[0 2 4 2] 
SEQUENCE LISTING 

<110> Takeda Chemical Industries, Ltd. 
<120> Amine Compounds 
<130> B00179 

170 mSE#2 0 0 0 - 3 0 9 2 6 2 6 
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<150> JP 11-286939 
<151> 1999-10-07 
<160> 12 
<210> 1 
<211> 28 
<212> DNA 

<213> Artificial Sequence 

<220> 
<223> 
<400> 1 

GGCTCGAGTC ACCATGAGCG CCCCCTCG 28 
<210> 2 
<211> 27 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 2 

GGGCTCGAGC TCCTCAGAAG GTGGTGG 27 
<210> 3 
<211> 23 
<212> DNA 

<213> Artificial Sequence 

<220> 
<223> 
<400> 3 

AAGCATGAAC ACGCCTGCAA CTC 23 
<210> 4 
<211> 23 
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<212> DNA 

<213> Artificial Sequence 

<220> 
<223> 
<400> 4 

GGTTTTCAGA AAGTAGTGGT CTT 23 
<210> 5 

<212> DNA 

<213> Artificial Sequence 

<220> 
<223> 
<400> 5 

GGTCGACCTC AGCTAGGATG TTCCCCAATG 30 
<210> 6 
<211> 28 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 6 

GGTCGACCCG GGCTCAGAGC GTCGTGAT 28 
<210> 7 
<211> 28 
<212> DNA 

<213> Artificial Sequence 

<220> 
<223> 
<400> 7 




m 
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GGTCGACACC ATGGACATGG CGGATGAG 28 
<210> 8 
<211> 26 
<212> DNA 

<213> Artificial Sequence 

<220> 
<223> 

4oo> 8 

GGTCGACAGT TCAGATACTG GTTTGG 26 
<210> 9 
<211> 30 
<212> DNA 

<213> Artificial Sequence 

<220> 
<223> 
<400> 9 

GGTCGACCTC AACCATGGAC ATGCTTCATC 30 
<210> 10 
<211> 29 
<212> DNA 

<213> Artificial Sequence 
<220> 
<223> 
<400> 10 

GGTCGACTTT CCCCAGGCCC CTACAGGTA 29 
<210> 11 
<211> 28 
<212> DNA 

<213> Artificial Sequence 
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<220> 
<223> 
<400> 11 

GGTCGACCAC CATGGAGCCC CTGTTCCC 28 
<210> 12 
<211> 26 
<212> DNA 



^ <220> 
<223> 



<400> 12 

CCGTCGACAC TCTCACAGCT TGCTGG 26 
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R 1 *3 J: tfR 2 ttzKiRM^ * fc littSIS & ^ h X V > T % J: V 7 )V * ;i/ 5: i)\ 

R 1 £ R 2 £ JiBHg-r -5 ^^M^- £ i: % izmmmttm L X v ^. t =b J; v ^^ift^iiSR £ 

T 1 ;J5,fctfT 2 fcJ:H-£fcH:»&oT = C (R 9 ) - (R 9 «7K^M^ KKD^* 
D7^«« gmS£^LTV^*;J^3&^L9M££*n«ii3it^ 

SfcteAn^vM^-fc^i-o fc£U 6-^no-3-(R ) SHN,N-i;^f^75;) 

^^^-i- [3-u > k-;i^-3— r;i/)-2-[(R)-(4--7oi-;i/tr^^i/>-i--r;i/)^;i/ 
>}<-;i/T^ ;]^n;V'f;i/]-i,2,3,4-fb7t: Kn*;u>; 6-? nn-3-(R,s 

1 ffiSE# 2 0 0 0-3 0 




(^) #2 0 0 0 — 2 1 5 8 3 ^2 



)-(N,N-^*^;i/T ^ J )*^/l/-l-[3-(>f > F-;i/-3->r;i/)-2-[(R)-4-(2-^-3py 

-2,3-^t Ka-iH-/<>x>f ^ r;b) tf^u y; ^;i/^-;i/r ^ J] zf 

unj A M- 1,2,3,4-7" h^t: Ku^f; U > itfl-'O W;v-N- [(R)-2- [6- 
^Dn-3-l(N,N-y^f;v7 5 y )*^-;H-i,2,3,4-^- h^tKn^; y >-w 
;i/]-l-[3-(>f > F-;i/-3— (JU)zfurtJ -f ;i/]-4-lf^y ^>#;i^3r-9-^ K£fifc 
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ffi a a i i 



TOJ## [000002934] 
1. 3E5^H 1992# 1^220 



i 



2000-309262f 



